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l«rW»#©ttffl] 

mxm i ] : 

R 1 



R 
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(3;*, R 1 l43Sft«&S£#LT^T'b.fc^1g|jt^ 



[000 1] 

[3893<DJS1-5S|[f#!?] *l§Wttff«T§ KB*** 
it/^Wltlcp-rS,, #£5-fc Kndrv-h U^hr^: 
V (5-HT) «Jftftiffl*©J|Ba«ttSr*i-5«r«T§ 

m, /«sy*JWI»*2©tWMW (CNS) 

felt, *J^©J:5#*^^*©fc*^W:™c*t 

[0 0 0 2] 



R 1 



R 5 




+ 



H 



H 




(WO 93/18026) 

[0 0 0 3] 

(i) laot^trtms. 



R 1 



R s 




NHCO - R 8 



(I) 



<*<k R 1 «ii^ftgmg£*LTv^t>.fc^iiiiigii 



[0 0 0 4] #3BE©gftHb3* (I) tt.V:<D%miz i 



R 3 - COOH 
(III) 



R 1 



R ! 



[0 0 0 5] (5t«K R\ R 2 . *Sj:tfR s tt-Weit 

Misled C) 

[0006] *fc, g fctfb£®> ( I ) »4TI2<OHife^»- 
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(I) 



-2- 



[0007] \\&m (i) , (ID *Sitf (III) 

7L\mm&mt<D^ m^tir^v^mm (wixfi, 
-fhvv&m^ xvt&m^ -ti/vj±m.%f) , r^*y 

±S&Ji& (WJx.fi, «TiT*i/VJ>tiL 

mr ^ (WR fi, h y ^^;wr ^ y£L nr y 

; ttSttifcftWtr^lW:©* (Wlx.fiT/v 

[0 0 0 8] *W»«©±E*5±t5£JlTOlB«fcfcv^ 

[0 0 0 9] Tfi^j »fc»*U*V^H0, ft* 

S^ia><b6«, ff*U<lil3S>6>4*i©«iWR-T-fc« 

[oo i o] jftftft rfi»r^*^aj irLTfi, 1*> 

/K Wlx.fi, yfvK ^fvK T^ntf/K -Y V^n b° 
bft, «t*ie>0+-CjgF* U^fctf) i LTfi 1 4ffi 

[0011] raa*g*SSr*UTv^rfcJ:v>a^s 

9i t Lxmif btix^z>h<D&mf bivz> 0 m^m 
t Lxim^<n#&xm^btizmm<Dm&mxh 9 , 

Ttv ({&&) T/W^r/W (WJxfi^y^/K :7m*?vK 
7x^n tT/K ^O-XfcKy/K hy^*) , y 

[0012] m&*.tcn#m&7 ^-/is * twos* 

SE*S : f-l75S4fl*^tf3JJrS8M (i9fftK.fi 
5J5£6ft) tf>*&ft«**gi«, WRfi, f n/K 



[0 0 13] K^lS : f 1 1^2<@*5itf^JS^l^ 
3<@5:^t?3^M8M (i9#£L<fi57!>M6M) <£> 

^fi&ft®^*sis, WJx.fi, ***:/-a\ -<f y*** 

[0014] mn^i7bm2m^^ri^mm^-i7bm 

3fiSr&tr375£8M (i 9#£ b< ti5 75S6*) O 
7ttft«*¥AS, «*tf^r;/-vK JV^T^-fr 
*;*WM»£2£<&tf3»£8fl Ut)ff*L< 

[0 0 15] «*JW-T-ft£tf3»£8Jl (i«9ffib< 
fi5^M6M) O7m4BM0E. 77y§; 
[0 0 16] »*K : F-*5iWKJt]R : fl75S2<BSr^tf 

[0 0 17] MJK^inS4fltrfttr7KffiitB^ttlK 

ss, wix.fi> y k-;k -f y-f y k— -f^Ky 

/K WJy, ^r^tyy, 3H-t° 
nn [1, 2-c] [1, 4] ^^r^i^y^ ; 
[0 0 18] «*]R : 7 : l»S2*5it;a*«^ 1»S3 

[0019] fig^M^ 1 75^ 2 «r^tr^«Ritt*W« 

^ym7xy, -<y^^y^ ; 

[0 0 2 0] fltjlJS^ 175S2fla3itfa*lB : r-17!rS 
[3, 2-d] f7/-;w§ ; 

[0 0 2 1] g^J®^ 1 »S3flSr^tp^FIWP*^** 
SS, 09x.fi, ^^r; [3, 2-d] fy^y. *yw 

[0 0 2 2] K^IS^ 1 2 Sr^tf^Ffia^amSS> 

[00 2 3] SlM8(?-tr^tr7ttftf8^«iKIIS, Wlx. 
fi, i^b ; 

[0 0 24] ffSft rfii^^ i Xf#ffi& 7^-)^ t L 

Tfi, y^^K (09^fi. 1 —f7f-A> % 2 

-i~7^) > (Wlx.fix 1 -7Jis*u~ 

;K 4-7;u*\/^su^) , /fyK!);v (^ifi, 4- 

-rvKy/^) , v^-o^/^^ (wix.fi, l-^ 

x ^y/7y/v (Wlx.fi, l-^ 
y^^y/^f) , fcfno [1 % 2- a] ^yKy^/u 
(Wl^lfi, tTnu [1, 2-a] -fy Ky f/U 
^) 4H-tTnn [2. 1-c] [1, 4] -<yXt^ 
■y-^^ [Wlx.fi, 4H-t p nn [2. 1-c] [1, 
4] ^Xm^-6--fA« **»f&il5. 

[0025] r^^it/#^yo:-/i'j ioit^ rtf 
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mxh<9, ±E^ffij»T/^K TIBO^ffi^T^^ 

y, , tKo^X (TiS£>^n^>\ ±iacD(g^T/i- 

*7K T^<Dfc&TJl'=*i<'XW.&£tlX^Xh£l<^ 
TfEc07y-/K TEtf>Ty-/V TVVa*^ 

y^ ^ hn x 7^ y , V^n^rvvK u^ir— 
[0 0 2 6] rffi^T^^^v^Sj <tLTtt, 1 

[00 2 7] W T/W^r^T iL 

[0 0 2 8] &mt£ ^u^yj ^Ltlt 7y|, & 

[0 0 2 9] #a& rrv^Sj ^ltii, j/wtf^v' 

[oo3o] r^r^niiftiitf^i^/^yi, 

[00 3 1] ^S^T^wm^J: 5 t-M^-Ct 6 C 
/v^/K Tir^vK ^n^y^T/K T^y^/K 2-y 

^h/nv-t/k ^*y^r/K ^zTfi/j/K 

>f/K y^-y-r/K x^y-f/K r^x^y-OK Kx 

x^y^/K ^f-x^y^f/K ^^x^y^r/K 
^f^y-f/K y-^-^y^/K -r^f-y^/^) , 

7/1^ ^i/*/^-/^ (^xtfy h^ri/^/U^^K 
[0 0 3 2] ±&\zmtfbfttcT^/l'&ft\Z^Xtel 



iy, t-^F^ ^vfv>:3-3rv\ ^iy/^^ri/ 

L<«hy) /no T/W^S, N/N-i? ({£ 

T/^^r^y^ (^lx.«N, N-^y^r^y, 

N. N-^^/VT^y. N, N-^^/l-T^y, 
[0 0 3 3] rffi^T/V=f^r^/^^/^J i: b 

[0 0 34] jf aft \T)V «gjR) T/I/^/WT ^ y ^/W 

[0035] »aft mmm^^^i t lxk. * 

[oo36] »aft rr y -yvr ^ y t l 

[0 0 3 7] »Sft ri? T/^^/WT ^ y 

[0038] rry-/w^->j , rrn^/wj joj:uf 
rry-/i^ (fift) r/^y-f^j £>#a& rry- 

^ff^n^o iEi^^fejxfc rry-/H ^i^ry 

[0039] »Sft rr y -/u ((ER) ta^h/^j^\ 
we>H5 0 ±120 ra^ssj ^UT«:. 

tr y v^yw, ✓ y ^Ji^/K h V T ✓ y A\ 

[0040] ±eo rttHMUEj Ji±iSic:|5«oi£^r 
/^/K ry-A^<ojBpaft«SlSfcio-cttifti-5r 

fft^i-^o Bftft^tt (1) *fctt*^*r«fr&4ti (1 

I) tb<liT^yS^*5lt5 ; e^Si£tt^^^«: 
*OiSSr, ffc^te (III) tL<tt*^2R*i/aM*5 
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[0 0 4 1] \\&m (ID OT^/*fc*5*t5#a* 

SjettR^frfcU-Ctt, (ID tr;vft h\ 

(II) h\fx (Y9 t^tVi/V/V) TirK 

tsk, *y ( hv y r/tsi/ v M T±h*mh\ tr* 
' ( h y y 7-/^> y /v) ssi*©^ y /wt-^tt t ^kjsic 

J:oT4j***t*i/3/H|il|#Mk-a* (II) 

[0 0 4 2] (II) &*0^ttRBfitt>#B 

4*turtt, It-g* (I) K««-Ufct><ods*rfe>ii 
[004 3] (ill) ©*yw#*s/*o<Ki<t 

wmt, «b* T/u^/w^^. (fito r/^ 
a/i/tf^B [«*.hbb. br, jym 

/Ug8», h3*nnftB«H t>L<tt3?S«6*/i/#^B 

*b, -t^^^-zk 4-b&^s*v-/k ^y^vv- 

[ (CH 3 ) 2 N + =CH-] ^X^/K tr^/V^^r 

/K 2, 4-S*x hn7ix;Vx^r;K h!)^Dn7 
i^/Vx7f;K ^y^^nn7xx;i/xX7/K 

/K 7 m ~/UT /7x ^/Wni ;* -tvK 7xx;Uf^x^ 

T7K p - x h n 7 xxyuf tx^r;v, p — # isis/v 

/i/;x*7vk try sm^^tvk tf^<y ^/uai^x/K 

>\ 1-fc Kn^>-2- ( 1 H) -try K>\ N-h 
Kn*$/*^W>f $ h\ N-tKn^7W^ 
h\ l-tKD^e/-lH^<y/h!J7/-;i4] (D 

#te> (III) ©WS^crrHfe 

[004 4] \k%m (ill) * ii5*(0Kj£:ttB#fr 



tHifiSifi h y y ^ h y oi^r ^ 

©J;54*ttattttt. *s±tMfc£* (i) kov^-c«*l 

fcB#*Ptt*r*« r 5Cfc^'e*5. 
[0 0 4 5] 7/^-/1/ [«*iiy * 

TVyMYnyyV, ftB^/K N, N-i?y^ 
[0 0 4 6] ZVELSttt. it^m (III) £S«Btf> 

— N* -^ezu^y /^/VjjjV^M % b\ N-->^n 
^v-/W-N' - (4-v f -xf;V7^^n^> 
/^) ^7/U7}fv?>f ^ K ; N, N' -tt^jVX/V&tM x 
N, N' -^y7 p n^;V#^> K;N-x 
^•/W-N* - (3-^-^f^7^7 7 p ntVl/) ^7/^ 
K*fctt*©«fflMfc)\ N, N* -^/^x/l/f 
^ - ( 2 - ^ fvW 5 -/^) ; ^ a x;ViS?7 ^ 
K> i^^/H^B^Tx^- K ^ (2-^y-3 

*] ; ^ h^ri/T-t^-^V ; 1 -T/l/a*^- 1 n 
U> ; l!)yShy T/l^^r/U ; # y j^B^^ 

^ ; #y i^B-r y^n ^ ; nr^smtm mit*x* 
y ; Emm \*J7= ~;mmr & k ; mt^*- 

; y ^ ; ^ni8fiS7;v^ {0Hx.«^ 

oo#xf;K ^nD^yyn^) ; hy^ 

2-3i^-/L.-7-l: Kn^f^yX 
^y***^ y ; 2-^^-5- (m-^/U^ 

& ; -oy h y 7//V- 1 — r^-^^e/- h y 

1-t Yu**/<<^/ hVT*S-/K 1- (p-^ 
nn^O-^>-^/^xi/V^-^ri/) -6-^nu-lH- 
h y 7/-;l^ ; N, N* -^yf/V^;UA7U* 

[0 0 4 7] T^* 5 AJBKB**4tt. 
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hV (<£») m^TSV, tfy5?>% N- (ffift) 
7M/W*!)^ N, N-5? ({£&) TA^JM^V 

[0 0 4 8] »sm«tt»ic|»jes*Lftv^, ilftttft 

[0 0 4 9] #38W©B6<rffc;£f8l (I) 14, ttffl, it 
[0 0 5 0] £©«fcl/r»e»ilfcBttfl:£* (I) 

[0 0 5 1] B mk&ya (I) aaiWOBBRi: L-CfF 
£L 5 3&I4, *§£3n [«*.«&SHt£fc 

[00 5 2] *snoittff:4ft (I) 14, 5-HTS 

(CNS) 31 

K4S«Srffi#, 

^©te«fe5VM4^K!£#^5 5-HT^f£ffli:LT 

[00 5 3] f&Sc&5VM4WOS^BW-C, #3g9!© 
Bfftffc£% (I) *J4U^©£ig±fi^L?5Jtf4, S 

a©, nt**»e>©» *±wi-ffl©ja!*icaufc*ai* 

fcf4fl«©@{fctt£fcl47fcttiaj£#J© 4 5 *BSHJbW* 

5«ffl©E«SS^©Jg«-e«ffl1-5 r. t 5. 

U'**-K*©j:5'ft*tt«)t«)!js*lf6ii4. 
[0 0 5 4] iJJffcJtXT, ilESSSmrtt, Mftfig 

a-y^^-f, */w*, -t??*->\ 

[0 0 5 5] fls£* ( I ) Oft**!*. £#©¥#*54 

(I) ©aS(c4y^ft1-5o -JRfctt, -PSfcO 
0. 0 lmg*>E>ftl5 0 0mggfiiS«fCjS;#$n 

5o JBflOJ&ftttt. 3MU©ittfl:£* (I) 

— @S^a^J0. 05mg, 0. lmg, 0. 25m 

g, 0. 5mg, lmg, 20mg, 50mg, 100 

[0 0 5 6] EUT, «S0M3j:l*5li6«K:f£o-C. #|g 



[0 0 5 7] gfjgtfdl 

3 hnT-y V (5. 0g)©l, no* 

(5 0ml) SSfcfcS?* hdrv'Tir YTASfK Y 
(U, 7. 54g) , S» (2. 0 7ml) io4t«- h 

y^Ahy* (r-feh*v) ftWFi'-f (15. 

3 4g) ft**. 5. jfi**Sra»TMI»IRI]l»U 
zklff7" h y 9 (15 0ml) -Cft4P1-3o #86 

ji*&*u s&gtf-hy pa-cmii. ^ya^a? 

ASrfflV>fc*n-v h^77-f-fc#U ^-y-V-*n 
D*^A (1 : 1 v/v) -C^fflL, N— (2, 2- 
5?* Y**yx.f-M - 3-= bnT-y > (3. 3 0 
g) 

I R (KB r, cm -1 ) : 1 623, 1531 
NMR (DMSO-d 6 , 6) : 3. 2 2 (2H, t, 
J = 6Hz) , 3. 32 (6H, s) , 4: 49 (1 
H, t, J=6Hz) , 6. 38 (1H, br. t, J 
= 6Hz), 7. 00-7. 20 (1H, m), 7. 3 
0-7. 40 (2H, m) , 7. 40-7. 45 (1 
H, m) 

[0058] mmw2 

N— (2, 2-5?^ Y^i/^/V) -3-=hnT-y 
V (1. Og) toWC* + W (20ml) mSL\n. h 

y mfvv-r (1. . 84mi) t r-t^v* d y k 

(0. 7 0ml) SrJg*., 2 B*ra«#-f 5. 

U SN-Tir^/W-N- (2, 2-5?> F#->xf 
,w) -3-=hn7=5v (1. 4 1 g) £#, 
SW 5 w 1 1£ < &©lSl::ffl v ^ 5 „ 

I R (KB r , c m -1 ) : 1 6 6 4 

NMR (DMSO-d e , 8) 2. 00 (3H, s) , 

3. 25 (6H, s) , 3. 76 (2H, d, J= 6 H 

z) , 4. 45-4. 60 (1H, m) , 7. 60- 

7. 80 (2H, m) , 8. 10-8. 30 (2H, 

m) 

[0 0 5 9] SJjg0H3 

N-T-trfvi'-N- (2, 2-5?^ h^r 5^31 ^-/w) -3 

-^hnr^yv (1. oog) (omm oomi) m 
mz. mmTy*-<}£. (o. 8 6 g ) zm*.. 2mm 

*/v-ajc^-t5„ 1 N*mti- y y * j»®wl-z 

WU 2-^^/W-l- (3-=Fb7i^) ^$** 

(0. 1 0 g) 5r#S. 
I R (KB r, cm -1 ) : 1 5 2 5 

NMR (DMSO-d 6 , 8) : 2. 34 (3H, 
s), 6. 97 (1H, d, J = 1 Hz) , 7. 45 
(1H, d, J = lHz) , 7. 83 (1H, t, J = 
8Hz), 7. 97 (1H, dt, J=8Hz, J = l 

Hz) , 8. 25-8. 35 (2H, m) 
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[0060] mtm* 

N- [3- (2, 2->^ Y^i/^tVYX/) y ^~ 

I R (KB r , cm" 1 ) : 1 6 5 5, 1614, 154 
7 

NMR (DMSO-d 6 , 6) : 3. 14 (2H, t, 
J = 6Hz) , 3. 32 (6H, s) , 4. 18 (2 
H, s) , 4. 52 (1H, t, J=6Hz) , 5. 6 

4 (1H, br. t, J = 6Hz) , 6. 35-6. 4 

5 (1H, m) , 6. 9 5-7. 10 (2H, m) , 
7. 1 7 (1H, s) , 7. 30-7. 75 (5H, 
m), 7. 96 (1H, d, J=6Hz), 8. 09 

(1H, d, J = 7Hz) , 10. 08 (1H, s) 

[0061] m&ms 

n- [3- (, , 2-i?t Y^s^tvT^;) y^~ 

)V\ y;v3rui/-i-%jvtf*y-*y (lOOmg) <o 

mt/^\^y (lomi) mmc, n, n' (t 

-7Y*i/*ft'iS~A') J-irV^T (7 5mg) , hV 
^)VT%1/ (90m 1) *3<fctf2-*nn-l-^ 
/Hf/v^^^a-^K (7 9mg) SrJfl;t5 0 &&%0 

U ^pWA-^/-;V (0 — 3%, v/v) "C 
SHJU 1, 2-tf* ( t -3 
- (2, 2-\s*Y*i/^;l>T^;) -3— [7/1/* 
l/y-l-*;^t^ K) 7x^] ?T~*s> 
(0. 1 8 g) £#£ 0 
I R (KB r , cm" 1 ) : 

NMR (DMSO-d 6 , 6) : 1. 24 (9H, 
s) , 1. 37 (9H, s) , 3. 25 (6H, s) , 
3. 74 (2H, d, J=5Hz) , 4. 18 (2H, 
s), 4. 61 (1H, t, J = 5Hz), 6. 78 
(1H, td, J = 7Hz, J = 2Hz) , 6. 97 
(1H, t, J = 7Hz) , 7. 3 0-7. 8 0 (6 
H, m) , 7. 97 (1H, d, J = 7Hz) , 8. 0 
5-8. 20 (2H, m) , 9. 29 ( 1 H, s) , 1 
0.4 3 (1H, s) 

[0062] m&m 

3 hnr^U > (13. 81g) OtK (100m 

i) fwwcyyt (9. 8 g ) % vv***}—* 

(40%**, 11. 5m 1 ) &£Tf*/UJ»Tsisft K 
(3 5%**. 8. 6ml) SrJflXL^o I^9 0t 

mtT^-t^mm o o. i g 4 

0ml **) SrlWFRIK±^ftT«TU"CjDx.5o 9 5 

^tmmi oanftittt. s^**»*pu *»fc*5 

(2 2. 4g) SrJDx.. fi^ftWnn*;l/ 
A-**/-/)" (9 : 1 v/v) -e3[5]ttti31-$ 0 ft 



1- (3-^ho7x^) -f 5^3/-* (1 
3. 5 5g) £#5, HftKOf-^/VTiajtSixS 

(A. L. Johnsonet. a 1. , J.Med. 
Ch em. 1 2, 1 0 2 4 (1 9 6 9) ) 0 
I R (KB r, cm" 1 ) : 
NMR (DMSO-d 6 , 6) : 

[0 0 6 3] $tmM7 

N-^y^- 5 - (4 ^yy-/^- 1 -JtV) -3- 

^hD^yXT-; K I R (KB r, cm" 1 ) : 165 
3, 15 3 9 

NMR (DMSO-d 6 , 6) : 4. 56 ( 1 H, d, 
J = 6Hz) , 7. 19 (1H, s) , 7. 20-7. 
40 (5H, m) , 8. 02 ( 1 H, t, J = 1H 
z) , 8. 53 (1H, s) , 8. 58 (1H, t, J 
= 2Hz), 8. 60-8. 70 (2H, m), 9. 4 
8 (1H, t, J = 6Hz) 

[0 0 6 4] mmms 

1- (2-^ b*i/- 5-~hvy^^/u) 4*y>/- 

I R : (KB r, cm -1 ) : 1 5 9 5 

NMR (DMSO-d 6 , 5) : 3. 99 (3H, 

s) , 7. 10 (1H, s) , 7. 4 8 (1H, d, J 

= 7Hz) , 7. 57 (1H, t, J = lHz) , 8. 

04 (1H, s) , 8. 2 5-8. 4 0 (2H, m) 

[0065] mtmv 

1- (3-^^7x^) -4, 5, 6, 7—r Yv 
mp : 

I R (KB r, cm -1 ) : 
MAS S : 2 4 4 (M+ 1) 

NMR (DMSO-d 6 , 6) : 1. 7 7 (4H, b 
r, s) , 2. 6 0 (4H, b r. s) , 7. 8 1 (1 
H, t, J=8Hz) , 7. 90-8. 00 (2H, 
m) , 8. 2 0-8. 3 0 (2H, m) 

[0066] amm 1 o 

1- (3-^ 5 -~ Fp7x^) 

I R (KB r , cm" 1 ) : 1 7 3 3, 1535 
NMR (DMSO-d 6 , 5) : 1. 39 (3H, t, 
J = 7Hz), 4. 43 (2H, q, J = 7Hz), 
.7. 18 (1H, s) , 8. 07 (1H, t, J = 1H 
z) , 8. 50-8. 6 0 (3H, m) , 8. 77 (1 
H, t, J=2Hz) 

[0067] mmm 1 1 

1- (3-~ hP7x^) 4^#V-)\> (1 3. 8 5 
g ) (o^J-)V (70ml) kiH (70ml) 

m^WcT (i. 5 7g) SrJox., not 
»»t?*5«^l^31«i-5. MVtrNt&, 8(14. 3 
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f 



4%.#V-)\> (9. 2 3g) £#£ 0 
I R (KB r , cm' 1 ) : 1 6 50, 1 6 08, 1 5 9 
3, 15 10 

NMR (DMSO-d 6 , 6) : 5. 46 (2H, 
s), 6. 53 (1H, dt, J = 7Hz, J = 1H 
z) , 6. 60-6. 75 (2H, m), 7. 07 (1 
H, t, J = lHz), 7. 12 (1H, t, J = 8H 
z) , 7. 56 (1H, t, J = lHz) , 8. 67 

(1H, t, J = lHz) 

[0 0 6 8] W&Wi 1 2 

1- (3-7^7^/1/) -2-*<f-fl"?*4 

-;v 

I R (KB r, cm*" 1 ) : 1 6 0 4 
MAS S : 2 0 6 (M+ 1 ) 
NMR (DMSO-d 6 , 6) : 2. 50 (3H, 
s) , 5. 46 (2H, br. s) , 6. 40-6. 6 
5 (3H, m) , 7. 04 (1H, d, J = lHz) , 
7. 13 (1H, t, J=8Hz) , 7. 35 (1H, 
d, J = 1 H z) 
[0 0 6 9] 9SSH13 

1- (2-^ Y*c*S- 5 -n hn7x^) J^jfy- 
;V (2. 0 0 g) W^y-Zl' (5 0ml) fSAtt 
fc, (10%, 0. 2 g) £AtJ 

/v) (1. 5 3g) £#£ 0 

I R (KB r, cm" 1 ) : 1 6 3 3 
NMR (DMSO-d 6 , 6) : 3. 6 6 (3H, 
s), 6. 50-6. 65 (2H, m), 6. 95 (1 
H, d, J = 9Hz) , 7. 01 (1H, t, J = 1H 
z), 7. 33 (1H, t, J = lHz), 7. 80 

(1H, t, J = lHz) 

[0 0 70] 1 4 

1- (3-T;/7x^) -4, 5, 6, 

[0 0 7 1] $Jig09 1 5 

1- (3-T^ y- 5-3i h^>#/l^K-/K7 ^-/l^) 

>r ^ ^y-/w 

I R (KB r , cm" 1 ) : 1 7 1 1 
NMR (DMSO-d 6 , 6) : 1. 33 (3H, t, 
J = 7Hz) , 4. 31 (2H, q, J = 7Hz) , 
5. 75 (2H, br. s) , 6. 96 ( 1 H, t, J 
= 2Hz) , 7. 14 (1H, d, J = lHz) , 7. 



2 0-7. 2 5 (2H, m) , 7. 67 (1H, t, J 
= lHz) , 8. 2 3 (1H, s) 

[0072] mmm 1 6 

N — M S #*J-)V- 1 -JM -3- 
-Fn^yXT^K (0. 1 7 g) J -jv ( l o 

mo maz.wm29i (4 3m g ) , m&fcm (o. 

3g) ftitftKjyy* (o. lOmDSr 

JPxSo Jl^Sr7 0 < t:-e2^S^-r^ o S^teSrft 

y-^-l-^yu) ^yXT^K (0. lOg) 

I R (KB r , cm" 1 ) : 1 64 8, 1590 
NMR (DMSO-d 6 , 5) : 4. 4 7 ( 1 H, d, 
J = 6Hz), 5. 61 (2H, br. s), 6. 85 

(1H, t, J=2Hz) , 7. 00-7. 10 (2 
H, m), 7. 15-7. 40 (6H, m) , 7. 61 

(1H, t, J = lHz) , 8. 1 1 (1H, d, J = 
1Hz) , 8. 92 (1H, br. t, J = 6Hz) 

[0 0 7 3] wsm 1 7 

2, 2-^y h tr>- 1 -r^> (3. 22 

g ) co^^y-/i^ (6 0ml) Mt3-^ hn 

7x^yW^-h (3. 9 4g) ^JD^L^o 

•«r*a-e2i*ia]i«»u ^F»*ft*ii*r5. 
7 7>f-i:ftu ta{fcy^u^-y*y-/i/-e»mu 

N- (3-^hP7x^l/) -N' - (2, 2-v^h 
mp : 110-lllt 

I R (KB r , cm" 1 ) : 34 0 8, 3352, 166 
8, 15 5 8 

MASS: 2 5 2 (M-MeOH+1) 
NMR (DMSO-d 6 , 6) : 1. 20 (3H, 
s) , 3. 14 (6H, s) , 3. 26 (2H, d, J 
-5. 9) , 6. 29 (1H, t, J = 6. 0) , 7. 
46-7. 61 (2H, m) , 7. 76 ( 1 H, dd 
d, J = 7. 7, 1. 4, 1. 4), 8. 53 (1H, 
dd, J = 2. 0, 2. 0) , 9. 09 ( 1 H, s) . 
[0 0 7 4] 8 
N- (3-- hn7x^) -N* - (2, 

^v^ntfA-) ^ (4. 7 0g) , y^y-yi^-7K 

(9:1 0. 2M, 8 3m 1 ) te£l*4- h/^> 

xjuft^St- i;fcffjfe (o. 4 7 g ) &±TfeMirZ>£ 

i\z9o#mmffii-%o m&m**/* (40 

Oml) ^(caCo lWHBSL *T*»U 4 

o < c-e»ET"eft»u> 5-y^-i- (3-^ho 

7x^;H ^f;^/ny (2. 9 3g) *ftfe|£fi*L 
T#5 0 
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mp : 213"214t; 
I R (KB r , cm" 1 ) : 1 6 7 8 
MAS S : 2 2 0 (M+ 1) 

NMR (DMSO-d 6 , 5) : 1. 95 (3H, d, 
J = l. 3) , 6. 3 5 (1H, q, J = l. 3) , 
7. 72-7. 85 (2H, m) , 8. 18-8. 23 
(2H, m) , 1 0. 1 3 (1H, b r s) . 

[0075] mtmi 9 

5-^^-1- (3 hP7x^/V) ;f/ny 
(0. 60gK hV^/VT^* -&SBt& (0. 90 
g ) , h;l/xy (10ml) j8it***->8MfcP > (5 
ml) ©a^*Srl 7«FM3S«i-5 P £fi*-C?fr£l«L 
«JSESre*1-S. h/^> (10ml) SrJnx., WlKg 
«SrS*1-5 0 igfb^^U^ (3 0ml) kffinSOttf 
hVt&THmm (3 0ml 2&#P E 5»# 
1*3. t«i^lU *flS*^v:/ (20, ^20 

m l ) TvWISrttttH- 3 Q *M**iHMKft* 0 * A 

y * y/^srttffl-r 5^7A^nvh^7^- Kf+ jo 

5-^^-1- (3-= Fn7x^/V) <<X?V-;V 
(0. 2 4g) Sr8«8fe»*tLT»a. 
MAS S : 2 3 8, 2 4 0 (M+ 1 , CI i s o t o 
pes) 

NMR (DMSO-d 6 , 6) :2. 03 (3H, d, 
J = 0. 9) , 6. 86 (1H, q, J=0. 9) , 
7. 8 5-7. 99 (2H, m), 8. 35-8. 44 

(2H, m) . 

[00 7 6] 2 0 

2-^nn-5-^f/V-l - (3-^ Fn7x^;l/) 
<i$? s /-/V (0. 24g) , *9 J ->V (10ml) 

&£xfio%s<?WJ±-mm (2 0m g ) <om&m* 
NTk^b^-hy^A (iomi) -ca^u mtfr#* 

^-y^y-/K©a^»«-eSfflu 3- (5-^ 

A"{ JV) T^y ^ (8 2mg) £M 

MASS : 1 7 4 (M+ 1 ) 

NMR (DMSO-d 6 , 6) :2. 12 (3H, d, 
J = 0. 9), 5. 41 (2H, brs), 6. 4 5- 
6. 64 (3H, m) , 6. 77 ( 1 H, dq, J = 
1. 0, 0. 9) , 7. 14 (1H, d d, J = 7. 
9, 7. 9) , 7. 6 3 (1 H, d, J = 1. 0) . 
[0 0 7 7] WkM2 1 

3' -~hn-2-T^yTi?h;7^/>'-&g^ 
(2. 17g) (Olf^fl/y (5 0ml) 



(1. 4 1ml) ^riPx., h V^JVT^V (2. 93 
ml) SrS^KiMtrjdTI-a. 2«ffl«±jW-C1fc 

*fci£i&*-cK»5. * doomi) kWcti-w 

(5 0ml) SrJDxi, #8IJi£#S-U &£Ti£#U 
^y^^v^fflt5*7A^n^h^77^-l:# 

^fvua>e>WBiBU 3' hn-2- (N-:/pfc° 
^/v) r^7tF7x/y (i. 84g) 

fit tr#5 0 

mp : 122-123D 

1 R (KB r , cm" 1 ) : 3 3 8 6, 1 6 9 9, 1 6 6 
0 

MAS S : 2 3 7 (M+ 1) 

NMR (DMSO, 5) : 1. 0 1 (3H, t, J = 
7. 5) , 2. 19 (2H, q, J = 7. 5) , 4. 6 
6 (2H, d, J = 5. 6) , 7. 85 (1H, d d, 
J = 8. 0, 8. 0) , 8. 27 (1H, t, J = 5. 
6) , 8. 41 (1H, ddd, J = 8. 0, 1. 9, 
1. 9) , 8. 49 (1H, ddd, J = 8. 0, 1. 
9, 1. 9) , 8. 6 5 (1H, dd, J = l. 9, 
1. 9) . 

[0 0 7 8] m&ffl 2 2 

3' hu-2- (N-7 p Pt ft t^) T^/T±h 

y^jis (i. og) , v/v^ (iomi) , em 

(2ml) *5iltf4 0%/f-/VT^y (2ml) * ? / 

1 6 i*wi»*-r*o »«*esu mt 

Zfem-tZtti^ h?7yj-\cttL, SfWfi/y/ 

* y — Ep'ffi Hi U 2 -oi^- l - y ^ 
/w-5- (3-~ FD7x^/U) ^ //-/v^M 

MAS S : 2 3 2 (M+ 1 ) 

NMR (DMSO, 6) : 1. 26 (3H, t, J = 

7. 5) , 2. 72 (2H, q, J = 7. 5) , 3. 5 

9 (3H, s) , 7. 1 0 (1 H, s) , 7. 7 

4 (1H, ddd, J = 7. 6, 7.6, 1. 

1), 7. 9 1(1 H, ddd, J = 7. 8, 
1.4, 1.4), 8.1 6-8. 2 1 (1H, 
m) , 8. 2 2 (1 H, s) . 

[0079] m^m 2 3 

2 -xlJ-sV- 1 -*^)V- 5 - (3-^fn7x^;i/) 
4%W-jV (0. 6 8g) , ft (1. Og). «MfcT 
>^e-£A (0. lg) , ^f/-;V (10ml) *S£ 
Xf*. (5ml) <0JS^ftSrll«IBafi«i-5. ft£Pt*« ir 
7>f hTfitigU (5 0ml) „ Mit^^vy 

(5 0ml) #8U1£#I&U tKJIS: 

Wk^?-UV"CWt«*fflf S (2[e]£U:. ^25m 
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M8t*Bt, |»3i^^feW»*UT, 3- (2 
-aifyu- l -y > 5 -^P) T = 9 

y (0. 4 5g) Srefefefiirb-CWSo 
mp: 119-1201C (EtOAc) 
I R (KB r , cm" 1 ) : 340 8, 3 3 3 2, 
3 2 1 3, 1 6 0 2 
MASS : 2 0 2 (M+ 1 ) 
NMR (DMSO-d 6 , 6) : 1. 2 3 (3H, 
t, J = 7. 5) , 2. 68 (2H, q, J = 
7.5), 3.4 9 (3H, s) , 5.16(2 

H, br s), 6.49-6. 59 (3H, 
m), 6. 76(1 H, s), 7. 07(1 H, 

dd, J = 7. 8, 7. 8) . 
[0 0 8 0] SigM 2 4 

3 ' (N, N-^/V^/VT^y) Xi? 

mp : 126-127t 

I R (KB r , cm" 1 ) : 1705, 1 6 70 
NMR (CDC 1 3 , 6) : 5. 14 (2H, 
s) , 7. 7 6 (1H, d d, J =8. 0, 8. 
0) , 8. 3 1 (1H, ddd, J = 7. 8, 

I. 2, 1.2), 8. 5 1 (1H, ddd, 
J = 8. 2, 2.2, 1.1), 8.8 1(1 
H, d d, J = l. 9, 1.9), 9.0 6 

(2H, s) . 

[0 0 8 1] ©SW2 5 

3' hn-2- (N-JiV^/W^y) T±h7^ 
mp : 126-128t 

I R (KB r , cm" 1 ) : 3 3 7 5, 1 6 9 9, 
16 6 8 

NMR (CDC 1 3 , 6) : 4. 8 9 (1H, d 
d, J=4. 6, 0.8), 6.6 7 (1H, 

,br s) , 7. 7 6 (1 H, d d, J =8. 

.0, 8.0), 8. 3 1 (1H, ddd, J = 
7. 8, 1.3,1.3), 8.3 7 (1H, 
s) , 8. 5 0 (1 H, ddd, J =8. 2, 
2.2, 1.0), 8. 8 3 (1H, d d, J 
= 1. 9, 1. 9) . 
[0 0 8 2] SHg0S2 6 

1 -y ^A— 5- (3-^hn7x^) 4 * 
mp : 151-153t 

I R (KB r , cm" 1 ) : 1 5 6 0, 1 5 2 3, 
14 8 9 

NMR (DMSO-d 6 , 6) : 3. 7 5 (3H, 
s) , 7. 2 7 (1H, d, J = l. 1) , 
7. 75 (1H, dd, J=8. 0, 8. 0) , 



7.79 (1H, d, J = l. 1) , 7. 99 
(1H, d d d, J = 7. 8, 1.1, 1. 
1), 8. 21(1 H, ddd, J = 8. 2, 
2.3, 1.0), 8. 2 9 (1 H, d d, J 
= 1. 9, 1. 9) . 
[0 0 8 3] W&W 2 7 

3- (l-^f/W^^-^-5-^;W) T~y>- 
mp : 8 8-8 9t: 

I R (KB r , cm" 1 ) : 34 1 9, 3 300, 
319 2, 163 5, 160 3, 1495 
NMR (DMSO-d 6 , 8) : 3. 6 3 (3H, 
s) , 5.17 (2H, br s) , 6.5 2- 

6. 60 (2H, m) , 6. 65 (1H, dd, 
J = l. 8, 1.8), 6.9 2 (1H, d, 
J = l. 1) , 7. 08 (1H, dd, J = 7. 

7, 7.7), 7. 6 3 (1H, d, J = l. 
1) . 

[0084] mmm2s 

(0. 3 5g) <OY;vzLZ/ (10ml) ^S*^^ 
i^VTS^ (0. 2 1ml) *M?L, #e>ftfc^|£>£ 

1 5 o^-eswpwjpfii-So m&*x*i&n&, &fom& 
-^fy^i : s^^/wsitf 3%^* 

;K^tt, 3- (l-^is/Usf ^^/-/u-5- 

-hP^y (0. 2 3 5 g) £#S 0 
LD-ma s s ; 2 8 0. 2 (m/ z , [M+ 
H] + ) 

NMR (DMSO-d 6 , 6) ; 5. 4 0 (2H, 
s) , 6. 9 0-7. 0 5 (2H, m) , 7. 0 
5-7. 40 (4H, m) , 7. 66 ( 1 H, 
t, J = 7. 9Hz) , 7.8 5 (1H, d, 
J = 7. 9Hz) , 7. 9 8 (1H, s) , 8.0 
5-8. 2 4 (2H, m) 

[0085] %mm 2 9 

3- (1 --^VvVW ^ffV-JV- 5 — (/V) ^Fn^ 
y-fcfV (0. 22g) <»^$J-)V (5ml) (1 
ml) t<Dm&&mz.mkT>=£~VJ* (17mg) £ 
iPx, m<Dffim (0. 1 5 4 g) SrJDx, ^fe*r 1 1 

Mc^igifeu 3i^y-^^^{ky^u^-c«|»:^ 
T, 3- (i — *y^^y- 
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/1/-5-' (M T~Vls (0. 17 2g)£#£ 0 
LD-ma s s ; 250. 2 (m/ z , [M+ 
H] *) 

NMR (DMSO-d 6 , 6) ; 5. 14 (2H, 
s) , 5.2 8 (2H, s) , 6.4 0-6.6 
5 (3H, m) , 6. 83-7. 10 (4H, 
m), 7. 10-7. 40 (3 H, m), 7. 7 
7 (1H, s) 
[0 0 8 6] m&M3 0 

3- ^hn$S#Kt K?S?K (1. 8 1g) h<<V^ 
^VT^K^^ (731mg) CDl-^^y-zW (7 
0ml) *«S»»fc, 1, B—&TW*s9n [5. 

4. 0] ^>x^-7-3i> (o. 4ml) SriPx., 4 

SU 7KTi5fc#U R»U 3- (2, 3-ytKn- 

4- ^f;V-3-f^y-4H-l, 2, 4-VVT 
y-;v-5-4;]s) ~ h n^Oif > (l. 1 6 g) £:# 

APC 1 -ma s s ; m/z 2 3 7 (M + H + ) 
NMR (DMSO-d 6) : 6 ; 3. 5 7 (3H, 
s) , 7.8 7 (1H, t, J =8. 0Hz) , 
8. 20 (1H, d, J = 8. 0Hz) , 8. 4 
3 (1H, d, J =8. 0Hz) , 8.5 4 (1 
H, s), 14. 09(1 H, broad s) 
[0 0 8 7] m&MS 1 

3- (2, 3 - ^ t Kn - 4 - ^f 3 -f ^t^y 
-4H-1, 2, 4-M)7/-;t'--5-^;v) ^ha 
-O-if^ (0. 5g) £>g^ (2 0ml) t!giSffi(Cffi 
mmi-hVVJ* (584mg) Ozk (3ml) 

ftU 1 -^^-5- (3-^hn7x^) -1, 
3, 4-hyrV r -yW (3 9 3mg) £#6 0 
APC 1 -ma s s ; m/z 20 5 (M+H + ) 
NMR (CDC 1 3 ) : 6 ; 3.. 87 (3H, 
s) , 7. 7 5 (1 H, t, J = 8. OH z) , 
8. 1 4 (1H, d t, J=8. 0Hz, 1.4 
Hz), 8. 27(1 H, s), 8.39(1 
H, dt, J =8. OH z, 1.4 Hz), 
8. 5 5 (1 H, t , J = 1. 4H z) 
[0 0 8 8] 8l3fitt3 2 

1-^^-5- (3-~ ho7x^) -1, 3, 4 
- h V TV—JV (1 6 3mg) 0)^2 J -;u (3ml) 
tfh7t Kn77> (3ml) t»i^7v^!>A 
(10% w/w, 50% wet, 80m 

g) -e**#H«T4^IB**aaiPl-5. &fe£E£iSife 



/7^-/>) -i, 3, 4-h!/7/-;V (13 9m 
g) 

APC 1 -ma s s ; m/z 17 5 (M+H + ) 
NMR (DMSOd-6) : 6 ; 3. 69 (3H, 
s), 5. 2-5. 4 (2 H, broad s), 

6. 69 (1H, dd, J=8. 0Hz, 2. 2 
Hz) , 6. 8 0 (1H, d, J =8. OH 
z) , 6. 9 1 (1H, t, J = 2. 2H 
z) , 7. 18 (1H, dt, J=8. 0Hz, 

2. 2HZ) , 8. 5 1 (1 H, s) 

[0089] m&m3 3 

3-7^-9-7/Vt^/y (0. 5 2g) (DM 
( 2 8 %, 1 m) jgfftfcJBR^ h 5 * A*»fK ( 1 8 
4mg, lml*f) SrJgTLTJOx, 0-5^^3 

o#bhwm-s. »y>AtpH6i:M, sg» 
•*i/T^ft*yjrA (o. 4 5 g ) t^r^m-m 

(0. 31g) OtK (3ml) t^-^^ (3ml) t 

/^-x/U-e*&#L, 3-i/77-9-7;vtW> 
(0. 2 2 g) £#3 0 

I R (KB r , cm" 1 ) : 2 2 2 5, 1711 
MAS S : NMR (DMSO-d 6 , 6) :7. 48 
(1H, t, J = 7Hz) , 7. 60-7. 80 
(3H, m) , 7.8 5-8 . 0 0 (2H, 
m) , 8. 3 8 (1 H, s) 
[0090] M&ffl 3 4 

3-i/ry-9-^/wd-wy ^ (o. 2ig) (om® 

(5 0%, 2 0ml) ^^ffl?K^5^WSMi-^o ft 
mk. m&m*:* (10 0ml) 

(9:1, v/v) -Catfci1-^ 0 

m*mgt&mi-vy &m&t:m 

U ^-3-^7^^ (6 6mg) £ 

I R (KB r , cm -1 ) : 1714, 1685 
MAS S : 2 2 3 (M- 1") 
NMR (DMSO-d 6 , 6) : 7. 4 3 (1H, 

t, J = 7Hz) , 7. 6 0-7. 80 (3H, 
m), 7. 90-8. 00 (2H, m), 8. 31 
(1H, s) , 1 3. 5 (1H, b r. s) 

[0 0 9 1] 5 

9-7/^uy V-3-^/l^zKv^ (5 5mg) <D* ? 
/-/MlOml) Sifcl^ 7v^!> A -fttt^ig (10 
%, 3 0mg) SriDx., *«#H«T8«rmHi#i- 

tttt***U U ^y^u^x- 

^/WT*©^LT. 3-7;VtU^;^>i (4 5m 
g) Sr#5o 
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1 R (KB r , cm" 1 ) : 1 6 8 2 
MAS S : 2 0 9 (M- 1 ") 

NMR (DMS O — d 6 , 6) :4. 0 1 (2H, 
s) , 7. 3 0-7. 5 0 (4H, m) , 7. 6 

2 (1H, d, J = 6Hz) , 7. 6 9 ( 1 H, 
d, J = 8Hz) , 7. 9 2 (1 H, d d, 

J = 8Hz, J = 2Hz) , 8. 02 (1H, d 
d, J=8Hz, J=2Hz) , 8.4 5(1 

H, d, J = lHz) 
[00 9 2] 6 

1 (500mg) , N-^op 

S K (3 50mg) % Tir h~ h JJ/u (2m 

i) *5£tf«*g& (o. 4mi) ©a^ttfcsotrei 

u Tir^^y/v (30, ^imi) -eftj^rs. 

U 7-^np-l-7^tl/y^*yS (0. 17 
g) LT#£ 0 
mp : 281-283t 

I R (KBr, cm" 1 ) : 2500-3000 (CO 
OH) ,16 8 2 

MASS : 2 5 9, 2 6 1 (3:1 ratio, 
CI isotopes, M-H 2 0+MeOH + 
1) 

NMR (DMSO-d 6 , 6) : 4. 24 (2H, 
s) , 7. 4 6 (1 H, d d, J =8. 2, 
2.0), 7.5 5 (1H, d d, J = 7. 6, 

7.6), 7. 72(1 H, d, J = 2. 
0) , 7. 9 2 (1 H, d d, J = 7. 7, 

I. 0), 7.98 (1H, d, J=8. 2) , 
8.18, (1H, dd, J = 7. 6, 1. 

0) . 

[00 9 3] »ig«3 7 

4-#/W^ b^iX-1 -^fV^V y (0. 9 5g), 
try^frAMJ^nS K (1. 6 8g):fcitfSSI 
(10ml) <D&&fo\cmmT? 3 0 %Htok^ (2m 

1) ^SS* (£TS*) Sran^5o 2 0#|£, 

(30 0ml) *fc&C« Jlt*S:*8tU tK 

(1. 3 0g) 4r6felSJit 
mp : 1 14-1 15t 

I R (KB r , cm" 1 ) : 1 7 3 6, 1710 
MASS: 2 9 1, 2 9 3 (M+2 3, Br is 
o't opes) 

NMR (CDC 1 3 , 6) : 3. 7 9 ( 1 H, d 
d, J = l 9. 7, 3.0), 3.97 (3H, 
s) , 4. 2 0 (1 H, d d, J = 1 9. 7, 
7.4), 4. 6 7 (1 H, d d, J =7. 
4, 3.0), 7.5 6 (1 H, d d, J = 
7.6, 7.6), 8. 0 5 (1H, d d, J 



= 7. 6, 1.2), 8. 3 6 (1H, d d, 
7. 6, 1. 2) . 
[0094] SSagfll 3 8 
mtVy (2. 2 2g) , VttW (2 5ml) *5<fc 
tffc/VATA^fc K (9. 9ml) 1 P#|WS 

*S/-1— OP/ls (1. OOg) *r^tfKJ67 5^ 

atac. iwpibbbseu (200m 
1 ) «ih- v y ^At*»KjD*.T«afittR: 

rso wk^^^^t^TK (^50mi) \mm 

£*25ml) -CfflfflU W«ESr&*>i*\ fflBtr?* 

ftu ^^f; [3, 2-d] 

(0. 5 1g) Sr«feO«*tLT#5. 
mp : 136-137t 

1 R (KB r, cm" 1 ) : 1 7 1 6 
MASS : 2 3 2 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 3. 92 (3H, 
s) , 4. 2 6 (2H, s) , 7. 5 6 (1 H, 

d d, J = 7. 7, 7.7), 7.8 7(1 
H, dd, J = 7.7, 1.1), 7.96 
(1H, d d, J = 7. 7, 1.1), 9.2 

2 (1H, s) . 

[0 0 9 5] ©5g«3 9 

^yfy [3, 2-d] ^7y-/u-7-*^#vik* 
3vv (o. 28 g) coy^y-yi^ (5ml) tpm&mc 

INTK^b^hy^A (5ml) ^iJDx^o M"C2 4 

-CINJ^K (6ml) ?r*D^5 0 1 ^W*> ±*fStfc 
JRSriKRU *-Cifei£U 4 OtSffiT-CftfcU -Y ^ 
f; [3, 2-d] *f-TV-As-l -Hfr^stiL (0. 

2 4 g) Lt#S, 
mp : 270-273t 

I R (KB r , cm" 1 ) : 1 7 0 9 
MASS: 218 (M+ 1 ) 

NMR (DMSO-d 6 , 6) :4. 25 (2H, 
s) , 7.54 (1H, dd, J = 7. 6, 
7.6), 7. 8 5 (1 H, d d, J =7. 8, 

1.1), 7. 9 3 (1H, d d, J = 7. 
5, 1.1), 9. 2 1 (1 H, s) , 13. 
1 6 (1H, b r s) . 
[0 0 9 6] fi&ffl|4 0 
3- (/p^7tf/l/) -O'^^hyyV 
mp : 5 9-6 It: 

I R (KB r, cm" 1 ) : 2 2 2 9, 1 7 0 7 
MA SS : 2 2 4, 226 (1:1 ratio, 
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Br isotopes, M4- 1 ) 

NMR (CDC 1 3 , 6) : 4. 4 2 (2H, 

s) , 7. 66 (1H, dd, J = 7. 9, 7. 

9) , 7. 9 0 (1H, d d d, J = 7. 7, 

1.4, 1. 4), 8. 2 2 (1H, d d d, 

J =7. 9, 1.3, 1. 3), 8.2 8(1 

H, dd, J = l. 3, 1. 3) 
[0 0 9 7] $S£#J4 1 

3- (^o^ertfyV) sOy^hVfr (8. 0 5g) 
W^^f^AT ^ K (3 6ml) 

^yu^/W ^ K^hP (3. 4 1g) Ztox. 

So ^>o< t) ir^T^S^»i-^ 0 l^n^ TL 
Cte3- (/n^ertf/i/) ^x^hyyu^TtBS 
^tifcr <h^^i- 0 ^fe£ft&^/U/7k (18 0m 
1/1 8 0ml) tfcttff, 4>«tUfc#«SSr* (2 
Hk #^180ml) TifcfrU ^ifok"Cft^U fiSK 

&IMtAU 3- (N, N-^;K^T^/7tf 
^/^fy/M3. 7 4g) &efijfefiiL-c» 

mp : 1 20-1 2 It: 

I R (KB r , cm" 1 ) : 2 2 3 1, 1707, 
16 6 8 

MAS S : 1 8 9 (M-CO+l) 

NMR (CDC 1 3 , 6) : 5. 08 (2H, 

s) , 7. 6 8 (1H, d d, J = 7. 9, 7. 

9) , 7. 9 2 (1H, d d d, J =7. 8, 

I. 4, 1.4), 8. 2 0 (1H, d d d, 
J=7. 9, 1.2, 1.2), 8.2 6(1 
H, d d, J = 1. 5, 1.5), 9.0 5 

(2H, s) . 

[0 0 9 8] $tig#j4 2 

3- (N, N-^^/l'T^/Ttf^) -<y^^ h 
yyu (3. 74g) , ^;-;M25ml) *5<fctfl£ 

fl^f-u^ (2 5mi) <o&^i-^-e h y ^;VT 

$y (10/i 1) SrinfcSo SfiT?9 0 4>H«frf 5. 

^77>r-i:#u &{ky^u^/y *y-/i^^&-e 

KfflU 3- (N-aM'SA'T 

^Ttf;v) ^^y^hy^(2. 51g) 

mp: 124-125t 

IR (KBr, cm" 1 ) : 3 3 8 6, 2231, 
170 5, 1664 
MASS : 1 8 9 (M+l) 

NMR (CDC 1 3 , 6) :4. 83 (1H, dd, 
J =4. 5, 0.8), 6. 6 2 (1 H, b r 
s) , 7. 6 8 (1 H, d d, J =7. 8, 



7.8), 7.9 2 (iH, d d d, J =7. 
7, 1.4, 1.4), 8. 1 9 (1 H, d d 

d, J = 7. 9, 1.3, 1. 3) , 8. 2 8 

(1H, dd, J = l. 4, 1. 4) , 8.3 
6 (1H, b r s) . 

[0 0 9 9] Wtm* 3 

3- (N-*;^;/vru7W) h y /U 

(0. 8 0g) t^S^Lfkyv (5ml) <Z)fi£»4b& 

y (5 0mi) tfc&m^ o^-e 1 N*»ft^ h y 
itm^Wct^^s (20, 3-* 2 5mi) -ettfflu 

^7 7 -f -left u ffrfky^v/y *y-/Hijarc* 

ML, y^7-/U^e>W^f B U 3- 
5-^AO -oy^hyyp (0. 5 0g) 
i: lt#S 0 

mp : 1 3 6-1 3 71; 
I R (KB r , cm" 1 ) : 2 2 2 9 
MAS S : 17 1 (M+ 1) 
NMR (DMSO-d 6 , 6) : 7. 70 (1 
H, d d, J =7. 8, 7. 8) , 7. 8 5 (1 
H, d d d, J = 8, 1. 1) , 7. 8 9 (1 

H, s) , 8. 0 5 (1 H, d d d, J =8, 

I, 1) , 8. 2 5 (1H, d d, J = l, 
1) , 8.5 4 (1 H, s) . 

[0 10 0] ffig#j4 4 

3- (***y-yU-5 — f/l") -<^y^hy^ (0. 
4 7g) tmmm (5ml) ©»^&1I$IRJ3BM- 
3 0 */* (10 0ml) tpicaCo 3 0# 

^-r£2fc»£iifcU *Tifci£U 4 0t:. JftEE 

Tt?«*u 3- 5 

(0. 3 8g) Sr»fe»*fcbr»S. 
mp : 2 5 0-2 5 2t 

1 R (KB r , cm" 1 ) : 1 6 9 1 
MAS S : 19 0 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 7. 6 2 (1H, 
d d, J = 7. 8, 7. 8) , 7.8 4 (1 H, 
s) , 7.91-8.01 (2H, m) , 8. 

2 5 (1H, d d, J = 1, 1) , 8.5 0(1 
H, s), 13. 22(1 H, br s). 

[0 10 1] 5 

3- ( N - ft/V ^ /VT ^ y T i? -<>/^ hV/l- 
(0. 8 0g) , Y)V^y (10ml) *3 ± tHJHfc y 

(0. 8 0g) (om&Vo$:5&ffflmMU ov^-c, SMt: 

yv (0. 8o g ) stxmjp*.* 2^wa«E-r5 0 

(10ml) *5itflN7K»lb^hy !>A-Cffiitt^ 0 

±x<Dm§z&t>i£, *r&/§£#&u maty?*** 
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3- (fry-/i/-5 — f/u) ^o^z-hy^ (o. 2 

6g) fcftfe*tiiJ:LT»5. 
mp : 8 3-84t: 
I R (KB r, . cm' 1 ) : 2 2 2 7 
MASS : 18 7 (M+l) 

NMR (DMSO-d 6 , 6) : 7. 66 (1H, 
dd, J = 7. 9, 7. 9) , 7.83 (1H, 
ddd, J = 7. ,7, 1.3, 1.3), 

8. 0 2 (1 H, ddd, J = 7. 9, 1.2, 
1.2), 8. 2 6 (1H, d d, J = l. 

5, 1.5), 8.4 8 (1H, d, J =0. 

5) , 9.17 (1H, d, J = 0. 6) . 
[0 10 2] SBg«4 6 

3- &T*S-A'-5-<{/\') 
mp : 244-245t 

I R (KB r, cm" 1 ) : 1 6 9 9 
MASS : 2 0 6 (M+l) 
NMR (DMSO-d 6 , 6) : 7. 60 (1H, 

d d, J = 7. 7, 7. 7) , 7.9 1-8.0 
0 (2H, m) , 8. 1 5 (1H, d d, J = 
1.5, 1.5), 8. 4 2 (1 H, s) , 
9.14 (1H, s) . 
[0 10 3] «3tW4 7 

A-%;ViS* f^f/ls (1. 14g) i 

(e. omi) (om&m*2 4#fTmm~rz>o rm&. 

ffl&^jv (3 0 0ml 1) SriJDx.* * (30, #^rl 

0 0ml) v &ifok (1 00ml) Tife^U W&r?? 

Dtvi^-Tvv (lomi) -e»#u — assu 

y] -i-^y/yy (1. 2 2 g ) ^ife^^u 

mp : 1 9 2- 1 9 3t 

1 R (KB r , cm" 1 ) : 1 7 2 2, 1672 
MAS S : 2 4 6 (M+l) 

NMR (DMSO-d 6 , 6) : 3. 2 1 (6H, 
s) , 3.8 9 (3H, s) , 4.18(2 
H, s) , 7. 46 (1H, b r s) , 7. 5 
4 (1H, dd, J = 7. 6, 7. 6) , 7. 
86 (1H, d, J = 6. 4) , 8. 09 (1 
H, d d, J = 7. 6, 1.2). 
[0 10 4] m&M4 8 

4- $;l>#* [ (v^^/UT^/) tf-U 

v] - i-^fyy;y (l. 0g) % SK^Tv^ 

y (2. 0g) , (5ml) &£imm. (lm 

i) ©a^ft*:2i*iB3««-r5. 



5 0 mt^/m^^^y (1 : 1. 100ml) 

f; [3, 2-d] try 5^-6-#a*^h^^ 

(0. 2 6g) £jtfe»*iLT#S 0 
mp : 174-175t 



I R (KB r , cm" 1 ) : 1 7 2 0 
MA S S : 2 2 7 (M+ 1 ) 
NMR (DMSO-d 6 , 6) : 



s) 



s) 
7. 
1 . 
9. 



3.9 5 (3H, 
7.7 3(1 
7) , 8.2 0 
1) , 8.3 4 
0 6 (1H, 



s) 



4.3 5 (2H, 
H, dd, J = 7. 7, 
(1H, dd, 7. 7. 
(1H, d, 7. 6) , 
s) , 9. 2 1 (1H, 
[0 1 0 5] 9 

^yfy [3, 2-d] try 5^^-6-*/w#^»y 

^/P (0. 2 5 g) , (10ml) *5±tM 

NzkK^hy^A (5mi) (omn^mrQ 4mm$t 

W-tZo ««C«rS*L, 7k (10ml) £JP;fc, 1 N« 
II (6ml) 5rjgT-T^o &®X*6 0#m»W&. 4* 

U ^fyfy [3, 2-d] *y e-tf/u*:/ 

it (2 0 6mg) S:ltfe»*i LT#5 0 
mp : 282-284t 

I R (KB r , cm" 1 ) : 1 7 0 7, 1695 
MA S S : 2 13 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 4. 3 5 (2H, 
s) , 7. 7 1 (1H, d d, J = 7. 6, 
7.6), 8.18 (1 H, d, J = 7. 7) , 
8.3 2 (1H, d, J = 6. 6) , 9.0 4 
(1H, s) , 9. 20 (1H, s), 13.3 
(1H, b r s) . 
[0106] fiigtfU 50 

3-7 f nqe£&#i**?yl' (1. 0 8g) , v^n^f 
±y (5. 06ml) , IHR'*7i?9A (56mg) jo 

<fctf hy * ^7>fy (152 

m g ) <D h y a^/UT % y (10ml) *® 1 3 

o't-e^-zuSM-- V? U-7-Z2 4Wlt§o 

3- (3-^ h*^*/K?^7xs/U) > 
^n^3M?v (0. 17g)£#S 0 
ESI — m ass; m/ z 2 3 9 (M+Na + ) 
NMR (CDC 1 3 ) : 6 1. 6-2. 4 (6H, 



m), 2. 8-3. 0 (1H, m), 3. 92 
(3H, s) , 5. 7-5. 9 (2H, m) , 
7. 3-7. 6 (2H, m), 7. 8-8. 0 (2 
H, m) 

[0 10 7] $Bg#j5 1 

3- (3-^ v^i/ft^^^y^—^) >^ n^3f-fc 
V (0. 25g) <r>*9J->v (2. 5ml) irl>7 
MYxiyyl/ (2. 5ml) *H««K 1 N*IMb^ h 

(i. 6 2mi) srjpx., 3bmmwm- 

5 0 m&mz 1 ( 1 . 6ml) SriDXLSo 

5ifcK£»]&U SaSIU 3- (3-^/^i/7x- 
/V) v^n^i?^ (2 2 4mg) 
E S I -m ass; m/ z 201 (M-H + ) 
NMR (DMSO-d 6 ) : 6 1. 6-2. 4 (6H, 
m), 2. 8-3. 0 (1H, m) 5. 6-6. 
0 (2H, m) , 7. 3-7. 6 (2H, m) 7. 
7-8. 0 (2H, m) 
[0 1 0 8] fiigt*j5 2 

2-tK7^y$Ifi'MI (3. 7 7g) ii/* 
nXi^^/V (1. 7 7ml) ^ (5ml) W 

^sot-ci. 5f$R8ffi#-f5 0 s&mcejxmgt 

(5ml) SrJPx., 4B#P^«t-5 0 ^fe£#£lU 

2, 3-^p^t;^ % /K-^- 7-#/V#>'^ 

(1 7 8mg) £#6 G 
APC I -ma s s ; m/z 20 2 (M+H + ) 
NMR (DMSO-d 6 , 5) : 6 ; 2. 4-2. 6 

(2H, m) 2. 7-3. 0 (4H, m) , 6. 
98 (1H, t, J = 8. 0Hz) , 7.62 

(1H, d, J=8. 0Hz) , 7. 74 (1 
H, d, J = 8. 0Hz) , 10. 82 ( 1 H, 
s), 12. 89(1 H, broad s) 

[0109] 5 3 

2-tK7^SIfS-MS (2. Og) (D&Wl 
(8ml) -79 1/- 2-*^ (0. 9 m 

1) Og^^ffi$r8 0t:-C^TLTJ0^5o 8 0tt*l 

mrm&&, &&mc6N&m (8m d *mx, m& 
m*\ oot:THt-5^«^-r^o (20 

ml) SrJox., il^SrS^tcftai-r^o £GM-SftJg 

#u 2, 3-^^^-r>-V-/^-7-^^y® 

(0. 7 8g) £#£ 0 
A P C I -m a s s ; 1 9 0 (m/ z , [M+ 
H] + ) 

NMR (DMSO-d 6 , 6) ; 2. 17 (3H, 
s) , 2.3 7 (3H, s) , 7.0 3 (1H, 
t, J=7. 6Hz) , 7. 63 (2H, d, J 
= 7. 6Hz) , 10. 55 (1H, s) , 1 
2. 08 (1H, brs) 
[0 110] 3«g#l5 4 



2-tK7^$isi-Mi (2. og) <omm 

(8ml) ^®^(c^y^>--2-^V (0. 9m 

i) <ommmwi$:8 0 < x:x+mTLxtoz.z> o sot-ci 

tiffmW&. il^6NiK (8ml) SrSQx., j!<£ 

7-#,M?>'$ (0. 3 9g) £#5 0 
APCl-mass ; 204 (m/z, [M+ 
H] + ) 

NMR (DMSO-d 6 , 6) ; 1. 14 (3H , 
t, J = 7. 5Hz) , 2. 3 7 (3H, s) ,' 
2. 66 (2H, q, J = 7. 5Hz) , 7. 0 
2 (1H, t, J=7. 5Hz) , 7. 58- 

7. 78 (2H, m) 10. 55 (1H, s), 
1 2. 8 5 (1 H, brs) 

[0111] %mms s 

ykmiti-hvvj* mm^n, 60%, o. 113 

g) ON, N-i?*7-/\s*/V&T$ K (3ml) tpUM 
m^;v^/-;v-l -jj/utf^m (0. 3 0g) £^ 

t^tViO. 88ml) ^riO^ m&®}*^MX3mm 

y;^Mt5^7A^aY h^y^-KttU 1% 

t^frluv/^j-jn,- l -*/i/sRvR^^ (0. 17 
g) £#S 0 

LD-ma s s ; 2 6 2. 2 (m/z, [M+Na] 
+ ) 

NMR (DMSO-d 6 , 5) ; 3. 84 (3H, 
s) , 3. 96 (3H, s) , 7. 20-7. 38 
(2H, m) , 7. 5 4 (1H, d t, J = l. 
2, 7.1Hz), 7. 6 7 (1 H, d, J = 

8. 3Hz) , 7. 7 9 (1H, d d, J = l. 
2, 7.6Hz), 8. 2 3 (1 H, d, J = 
7. 8Hz) , 8. 4 1 (1H, d d = l. 2, 

7. 8Hz) 

[0112] wtm 5 6 

9-*3-/i'jj/w<y-/u- l -%;v#y&*=3-;v (o. 
1 6 7g) <0>*/-A- (5ml) *5j:U^h5t Kn 

77^ (5mi) *vmmc4Njm\k-rv 9 v&im . 

ft (0. 8 8ml) £*P;i, fi£*&9 0t:-C4B*IH*n 

mz.mm~z>o #«ss&#i&u u 
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^/i^-^/UT&#U 9 -y ^vK*7/w* 
(15 3mg) 
LD-raass ; 2 26. 1 (m/ z , [M+ 
Z] + ) 

NMR (DMSO-d 6 , 6) ;3. 90 (3H, 
s) , 7.2 0-7.3 5 (2H, m) , 7.3 
5-7. 60 (lH t m) , 7. 65 (1H, d = 
8. 2Hz) , 7. 7 9 (1H, d d, J = 1. 
2, 7. 6Hz) , 8. 21 (1H, d, J = 
7. 8Hz) , 8. 3 7 (1H, d d, J = l. 
2, 7. 8Hz) 

[0113] mmm 

3- (-f 5^-^-1 — fAO ry^y doom 

g) (D^na^^y (10ml) mm^&t^>^/4 
;l> (0. 0 7 3ml) i: h y ac^/KT^ (0. 088 
ml) £#Dx.$o »^Sr2NpRia[ja-ea^U S?^n 

4 y?u\£ (1:1 v/v) "Ct& 
ftU N- [3- WS^Z-A'-l-^) 

-0X7-; K (0. 0 7 g) £#6 0 
mp : 1 5 5- 1 5 8t: 

IR(KBr) : 1666, 1606cm" 1 
NMR (DMSO-d 6 , 6) : 7. 14 (1H, 

s) , 7. 38 (1H, d, J = 8Hz) , 7. 40 
-7. 70 (5H, m) , 7. 78 ( 1 H, d, J=8 
Hz), 7. 95-8. 05 (2H, m), 8. 07 

(1H, s), 8. 19 (1H, s) , 10. 46 (1 
H, s) 

MASS : 2 6 4 (M+ 1 + ) 
[0 114] ^j£ff]2 

3-' (7 0mg) <Di??X2Xi*?> 

(5mi) *mmm\cmt*** v a* oomD t 

n, N-^f/^A7U^-jg, ot^«#ura 

T3- 1 — r^) T^y> (4 9m 

g) t h y ^;VT K V (1 0 8 n 1 ) (D^pp^ 
(3ml) (CjBT-r^o -«PBI*a-C»*Lfc 
KMMlM (20ml) ^ppy 
* y : * * J 10:1 (30ml) -OttttH" 5 e 

ftlM h y «ffiT-C»««r«* 

LIN- [3- W^^/-^- 1 — f A-) 
-3-^y^;KyXT; K (5 0ml) £r#5 e 
mp: 166-167t 

IR(KBr) : 3 3 9 8, 3 3 6 7, 3 2 9 6, 
3 24 9, 3 2 0 7, 3 1 4 1, 3 0 7 8, 2 9 7 
6,1660,1606 c m" 1 
NMR (DMSO-d 6 , 6) 7. 13 (1H, 

s), 7. 36-7. 41 (1H, m), 7.. 52 



(1H, t, J=8. 0Hz) , 7. 56-7. 82 
(8H, m) , 7. 96 ( 1 H, d, J = 7. 7H 
z) , 8. 0 4 (1 H, s) , 8.18 (1H, 
s), 8. 26-8. 33 (2H, m), 10. 64 
(1H, s) 

[0115] wtm* 

(1) N- [3- (4 %W-fr-\-4ASl 7x^i 
/w] -2-y^/v-5- (trn-zv- 1 ->fyv) "O'X 
K 

mp : 8 0-8 3^3 

IR(KBr) : 3246,3199,3126, 
3 0 7 2, 3 0 3 0, 2 9 7 0, 2 9 2 5, 1 6 7 
0, 1 6 0 8 cm" 1 

NMR (DMSO-d 6 , 6) : 2. 53 (3H, 
s) , 6. 35 (2H, t, J=2. 1Hz) , 7. 
09 (2H, t, J = 2. 1Hz) , 2. 18-7. 5 
3 (9H, m) , 8. 0 3-8. 0 6 (2H, m) 
[0 116] (2) (1) N- [3- 
l-JM yzrL^jV] -3-\?7 3L~/Ujj;Utf*r-f* K 
mp : 15.5-1 5 6t: 

IR(KBr) : 3 7 4 1, 3 6 1 2, 3 5 5 4, 
3 4 3 5, 34 0 6, 3 3 6 7, 3 3 0 0, 1 7 3 
8, 1 6 6 0 cm** 1 

NMR (DMSO-d 6 , 6 ) 7. 14 (1 

H, s) , 7. 3 7-7. 5 7 (5H, m) , 7. 62 
-7. 69 (2 H, m), 7. 77-7. 81, (3 
H, m), 7. 90-7. 99 (2H, m), 8. 06 
-8. 08 (1H, m) , 8. 20 ( 1 H, s) , 8. 
2 5 (1H, s) , 10. 6 5 (1H, s) 

[0117] mm#i4 

3 -7 (lOOmg) ^op^y 
(5ml) mmc3- (4 S*V-/^-l— f/U) T~ 

y y (7 4mg) % 4-^f;vr^fc p y^y (1 2 
2mg) tl-xf/v-3- (3-^f;l/7^y/D 
l:Vw) Hfri&*M % K • m&& ( 1 6 1 m g ) &&m.V 

tew* -m^MT-?&&T\z.mx.tc'&, ja^»**K:a 

^yy^W7^n-7h^77^-l:<J;^SU 

^ n p^M^ * y -A? (10 0 : 1 ) Ojl^-Cg: 
fcbU ^y/n tfy^-^irfttt^^/V' (1 : 1) tf> 
i^4M>e>W*g*L-C\ N- [3- [J 
-4;v) 7^~)V\ -3-7^S *5/^yX75 K (1 

0 7mg) £#5 0 

mp : 1 40-1 4 It: 

IR(KBr) : 3 2 4 8, 3 1 4 0, 3 1 1 1, 
307 0, 303 2, 166 2, 

1 6 0 8 cm" 1 
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NMR (DMSO-d 6 , 6) 7. 0 2 (1H, 

s), 7. 05-7. 06 (1H, m), 7. 15- 
7. 2 2 (4H, m) , 7. 3 3-7. 6 3 (8H, 
m) , 7. 86 (1H, s) , 7. 94-7. 99 (1 
H, m) , 8. 23 (1H, s) 

[0118] m&ms 

(i) n- [3- w^yy-^-iw^) 

;V] -4H-t°nn [2, 1-c] [1, 4] xyy* 
mp 1 6 8-1 7 2t: 

IR(KBr) : 3 3 2 7, 3 1 0 3, 3 0 6 6, 

2 9 7 0, 2 9 2 7, 2 8 5 2, 1 6 7 4, 1 6 0 3 
c m" 1 

NMR (D 2 0, 6) : 5. 26-5. 35(2 
H, m), 6. 19-6. 24 (1H, m), 6. 40 
-6. 47 (1H, m), 7. 06-7. 95 (10 
H, m) , 9. 1 4 (1 H, s) 
[0119] (2)N-[3- (-T 1 — r 

/p) ^ ^^/u] -3 (t°n-/u- i ->f /v) ^>X7^ 

K • ttflttt 

mp 129-133 t 

IR(KBr) : 3 4 0 2, 3 1 0 7, 3 0 6 0, 
1676, 1606cm" 1 

NMR (D 2 0, 6) : . 6. 3 7-6. 4 1 (2 
H, m) , 7. 2 5-7. 3 0 (2H, m) , 7. 43 
-7. 50 (1H, m) , 7. 6 0-7. 7 5 (6H, 
m), 7. 81-7. 88 (2H, m), 7. 95 (1 
H, s) , 9. 1 4 (1H, s) 

[0120] (3) N— [3- iA %#-S-?V-\-4 
>V) 7?l~)V\ -l-^^/P-4-^r>-F-/M/^^r 
if-S K 

mp 206-208 t 

IR(KBr) 3 24 4, 3 1 34, 3 1 0 9, 

3 0 6 8, 3 0 3 0, 2 9 7 8, 2 9 1 2, 1 6 5 
7,1 6 0 8 cm" 1 

NMR (DMSO-d 6 , 8) 3. 86 (3H, 

s) , 6. 85 (1H, d, J = 3. 0Hz) , 7. 
13 (1H, s) , 7. 29 (1H, t, J = 7. 8H 
z), 7. 29-7. 37 (1H, m) , 7. 4 6- 
7. 54 (2H, m), 7. 61-7. 72 (3H, 
m), 7. 80 (1H, d, J =8. 7Hz), 8. 
10 (1H, t, J = l. 9Hz), 8. 18 (1H, 
s) , 10. 3 9 (1H, s) 

[0 12 1] (4) N- [3- W;^/-^l->f 
mp : 172-176t 

IR(KBr) : 3 3 2 9, 3 2 0 7, 3 1 1 4, 1 6 
5 8, 1 6 0 4 cm" 1 

NMR (DMSO-d 6 , 6) 6. 86 (1H, 



s) , 7. 1 3 (1 H, s) , 7.2 3 ( 1 H, t, 
J = 7. 7Hz), 7. 33-7. 40 (1H, m), 

7. 46-7. 67 (5H, m), 7. 78-7. 8 
3 (1H, m) , 8. 10(1 H, s) , 8. 18 

(1H, s) , 1 0. 3 7 (1H, s) , 11.39 

(1H, b r) 

[0 122] (5) N- [3- W%?V-!V-l-<> f 
;v) y^/U] -3- (tfy f/U) -<>XT 

^ K 

mp : 177-179 t 
IR(KBr) : 34 2 5, 3 3 0 3, 3 2 6 9, 
3 2 1 3, 3 1 4 7, 3 1 0 1, 3 0 3 5, 1 6 6 
2 , 1 6 0 8 c m" 1 

NMR (CDC 1 3 , 6) : 7. 18-7. 21 
(2H, m) , 7. 3 4-7. 5 9 (4H, m) , 7. 
65 (1H, d, J = 7. 7Hz), 7. 78-7. 8 

2 (1H, m) , 7. 9 2-7. 9 5 (3H, m) , 
8. 02 (1H, d,. J = l, 9Hz) , 8. 13 (1 
H, d, J = l. 7Hz), 8. 3 3 (1H, s) , 
8. 6 5 (1H, s) , 8. 9 0 (1 H, s) 

[0 12 3] (6) N- [3- U^W-fr- 1 ->T 

jv) 7xx;i/] - i -y/ux-u^jj/utf^-yr^ K * 

mp : 228-230 t 
I R (KB r) : 3 4 3 5, 3 2 8 2, 3 2 4 8, 

3 1 3 0, 3 0 7 0, 3 0 3 0, 1 6 6 2, 1 6 0 6 
c m" 1 

NMR (DMSO-d 6 , 6) 4. 2 2 (2H, 

s) , 7. 14 (1 H, s) , 7. 3 6-7. 4 4 

(3H, m) , 7. 4 7-7. 6 7 (5H, m) , 
7. 77 (1H, d, J = 7. 8Hz) , 7. 99 (1 
H, d, J = 6. 5Hz) , 8. 09-8. 19 (3 
H, m) , 1 0. 5 5 (1H, s) 

[0 12 4] (7) N- [3- M%?V-/\<-l-s f 
;v) y^^/W] -2, 6-^Rv^-3- (tTn-/u 
- 1 ^yXT^ K 

mp 94-9 7 t: 

I R (KB r) : 3 2 8 6, 3 2 5 3, 3 1 9 9, 
3 1 2 6, 2 9 6 8, 2 8 4 6, 1 6 7 8, 1 6 0 6 
c m" 1 

NMR (CDC 1 3 , 6) : 3. 43 ( 3 H, 
s) , 3. 89 (3H, s) , 6. 32 (2H, t, 
J = 2. 1Hz) , 6. 78 (1H, d, J = 8. 9 
Hz) , 6. 93 (2H, t, J = 2. 0Hz) , 7. 
16-7. 37 (4H, m) , 7. 45 (2H, d, J 
= 4. 9Hz) , 7. 87 (1H, s) , 7. 94 
(1H, s), 8. 04 (1H, s) 

[0125] (8) n- [3- M 1 --r 

AO 7xr:/U] -2. 5-V^ h^^>X7^ K 
mp : 163-166 t 
IR(KBr) 3 4 2 5, 3 4 0 4, 3 3 6 9, 
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3 3 1 7, 3 0 9 7, 2 8 3 5, 1 6 6 6, 1 6 0 8 
c m" 1 

NMR (DMSO-d 6 , 6) : 3. 7 7 (3H, 
s), 3. 87 (3H, s), 7. 12-7. 15 
(2H, m) , 7. 23 (1H, d, J = 2. 6H 
z) , 7. 51 (1H, dd, J = 6. 8Hz, 2. 
1Hz), 7. 62 (1H, t, J =8. 0Hz), 

7. 81-7. 85 (1H, m), 7. 92 (1H, 

t, J-l. 6Hz) , 8. 25 (2H, d d, J = 
3. 4Hz, 1. 7Hz) , 9. 6 9 (1H, t, J 
= 1. 3Hz) , 10. 5 0 (1H, s) 
[0 12 6] jBiW6 

3- ( i - ^ ?vwf * yv-sv- 5 — r^yy 

(8 7mg) t 1 -7/Vtl/y*/V*y8 (1 0 5m 
g) <D*ffc>^uy (2. 5ml) «^i:i-xf 
/V-3- O-^W^^^) ^/l^vM^ 
K-UHt(153mg) felin**. 2WfBI«. »J§* 

(10:1) oa«-C»ffli-5 0 »m*Sr*ft^?"W^ 

* / (10 : 1 ) <D2gi& (40ml) -C#3R 
U -kWk (20, ^2 5ml) TifcfrU jfiiiU 

^77>f-i:#U ^fc^i^-y (5 

0 : 1) ^b^fc^^^^-^^y-ZV (10:1)0 

SttT?*au N- [3- (l-yf;W^y-;w 

(0. 1 5 g) £#5 0 

mp 118-121 t 

IR(KBr) 3 2 4 0, 1 6 5 3 cm" 1 

NMR (DMSO-d 6 , 5) 3. 7 2 (3H, 

s) , 4. 2 1 (2H, s) , 7. 0 7 (1 H, 
s) , 7. 25 (1H, d, J = 7. 7Hz) , 7. 3 
0-7. 80 (7H, m) , 7. 84 (1H, d, J = 

8. 1), 7. 90-8. 00 (2H, m), 8. 12 
(1H, d, 3 = 7. 4Hz) , 10. 44 ( 1 H, 

br s) MAS S 3 6 6 (M-h 1 + ) 

[0 12 7] %MW7 

(i) n- [3- ( i s s — r 

mp : 7 8-80 t: 
IR(KBr) : 1658 cm" 1 
NMR (DMSO-d 6 , 6) 3. 7 2 (3 

H, s) , 7. 0 7 (1H, b r s) , 7. 2 5 (1 
H, d, J = 7. 7Hz) , 7. 3 8-8. 0 0 (1 2 
H, m) , 8. 23 (1H, br s) , 10. 44 

(1H, brs) 
MASS : 3 54 (M+l*) 

[0128] (2) N- [3- (-T ^?V-)V- 1 ->f 



*S K 

mp : 197-198 t 
I R (KB r) : 1 6 8 5 cm- 1 
NMR (DMSO-d 6 , 5) : 7. 14 (1H, 
s), 7. 37-7. 77 (9H, m) 7. 89 (1 
H, d, J = 7. 4Hz) , 7. 9 6-8. 0 0 (2 
H, m) , 8. 17 (1H, s) , 10. 7 8 (1H, 
br s ) 

MASS : 3 6 6 (M+ 1 + ) 
[0 129] (3) N- [3- U 
M - 2 - 17 # S H 

mp : 213-215 t 
I R (KB r) 1 6 6 8 cm" 1 

NMR (DMSO-d 6 , 6) : 7. 15 (1H, 
s) , 7. 39 (1H, d, J = 9. 1Hz) , 7. 
54 (1H, dd, J=8. 0Hz, 8. 0Hz) , 
7. 63-7. 69 (3H, m). , 7. 83 (1H, 
d, J = 8. 0Hz) , 8. 01-8. 11 (5H, 
m), 8. 21 (1H, s), 8. 62 (1H, 
s) , 8. 62 (1H, s) , 10. 65 ( 1 H, br 
s) 

MASS : 3 14 (M+l + ) 

[0130] (4) n- [3- 

;v) 7?l~)V\ — 1 —T-ypU^jj/Utfiri/T^ K 
mp : 7 5-7 9t: 

IR (KBr) : 1 6 7 4, 1 6 5 8 cm" 1 
NMR (DMSO-d 6 , 6) 7. 14 (1H, 

s) , 7. 3 9 (1H, d, J =8. 8Hz) , 7. 

53 (1H, dd, J=8. 0Hz, 8. 0Hz) , 

7. 57-7. 81 (6H, m), 8. 00-8. 25 

(5H, m) , 1 0. 8 0 (1 H, b r s) 
MASS 3 14 (M+l*) 

[0 13 1] (5) N- [3- U % 1 
;V) 7aL=^/v] -3- (4 - VV 7JV^n^^/\^7^=z. 
;v) ^<yX7^ K 
mp : 209-211 °C 

I R (KB r) 1 6 7 4 cm" 1 

NMR (DMSO-d 6 , 6) : 7. 14 (1H, 

m), 7. 40 (1H, d, J=7. 6Hz), 7. 

53 (1H, dd, J=8. 0Hz, 8. OHz) , 

7. 62-7. 81 (3H, m) , 7. 86-7. 90 
(2H, m) , 7. 96-8. 1 1 (5H, m) , 

8. 20 (1H, s) , 8. 32 ( 1 H, s) , 1 
0. 5 8 (1 H, b r s) 

MASS : 408 (M+ 1 + ) 
[0132] (6) N- [3- (-T ^ 1 -> T 

^ K 

mp : 160-161 X, 
I R (KB r ) ' 1 6 5 6 cm" 1 
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NMR (DMSO-d 6> 6) 7. 14 (1H, 

s) , 7. 39 (1H, d, J = 9. OHz) , 7. 
53 (1H, dd, J = 7. 9Hz, 7. 9Hz) , 
7. 65 (1H, dd, J = 7. 7Hz, 7. 7H 
z) , 7. 68 (1H, s), 7. 80 (1H, d, 
J = 8. 1Hz) , 7. 95 (1H, d, J = 7. 7H 
z) , 8. 07 (1H, s) , 8. 19-8. 24 
(2H, m) , 8. 32 ( 1 H, d, J = l. 8H 
z), 8. 58 (1H, s), 9. 27 (1H, d, 
J = l. 8Hz) ,10. 59 (1H, br s) 
MASS 3 4 7 (M+l + ) 

[0133] (7) n— [3- (-r 1 

/V) 7zc~)V\ -3- ( 2 = ^ ^yU^T i/-^- 4 

mp 57-59 t 

I R (KB r) : 1 6 6 0 cm-" 1 
NMR (DMSO-d 6 , 6) : 2. 7 5 (3H, 
s), 7. 14 (1H, s), 7. 38 (1H, dd 
d, J = 7. OHz, 1. 1Hz, 1. 1Hz) , 7. 
52 (1H, dd, J=8. OHz, 8. OHz), 

7. 61 (1H, dd, J=7. 8Hz, 7. 8H 
z), 7. 68 (1H, dd, J = l. 3Hz, 1. 
3Hz) , 7. 79 (1H, d, J=-7Hz) , 7. 
92 (1H, d, J=-7Hz) , 8. 05-8. 09 

(2H, m) , 8. 1 4-8. 1 9 (2H, m) , 

8. 51 (1H, dd, J = l. 6Hz, 1. 6H 
z) , 1 0. 5 6 (1 H, s) 

MASS : 361 (M+l + ) 

[0134] (8) N- [3- (4 1 -J 

;v) y^~)V\ -3- (2-7x^/VfT/-/V-4- 

mp : 74-76 t 
I R (KB r) : 1 6 6 2 cm" 
NMR (DMSO-d 6 , 6) : 7. 15 (1H, 
s) , 7. 40 (1H, d, J = 7. OHz) , 7. 
4 9-7. 5 7 (4H, m) , 7. 6 0-7. 6 9 (2 
H, m) , 7. 80 (1H, d, J = 8. 2Hz) , 

7. 98 (1H, d, J = 7. 3Hz) , 8. 04- 

8. 1 1 (3H, m) , 8. 2 1 (1H, s) , 8. 
27-8. 34 (2H, m), 8. 62 (1H, s), 
1 0. 6 2 (1H, b r s) 

MASS : 4 23 (M+l + ) 
[0 13 5] jyjffjl8 

3- (4 ^Vy-Sls- 1 — f /u) T^y V (10 0m 
g) ^nn^y (iOml) 2&r£K3—>T/£ 
&$R (9 2mg) t 1 -xf;v- 3 - (3-^^ 
7^^nf;V) ^^;K-M$(0. 24 

g) SrJDita. aMtrtt?5*NHI#U ^K*^ 
SiSI&BSU ^y/af^x-r/K^l, 3- 



>ry-N- [3- \-4 fr) 7=z~ 

/U] -<yX7 ^ K (0. 1 7 g) £#5. 
mp : 183-186 *fc 

IR(KBr) : 2 2 2 9, 1 6 7 2, 1 6 1 2 

c m" 1 

NMR (DMSO-d 6 , 6) : 7. 14 (1H, 
s) , 7. 41 (1H, dd, J = 8Hz, 2H 
z) , 7. 54 (1H, t, J = 8Hz) , 7. 68 
(1H, t, J=2Hz) , 7. 78 (2H, t, J 
= 8Hz) , 8. 04 (1H, d, J = 2Hz) , 
8. 10 (1H, dd, J = 7Hz, 2Hz) , 8. 2 

0 (1H, s), 8. 28 (1H, dt, J=7H 
z, 2Hz) , 8. 43 (1H, d, J = 2Hz) , 
10. 6 4 (1 H, s) 

MASS 2 8 9 (M+l + ) 

[0 13 6] mMM9 

(1) N- [3- iA 7x^ 
/!✓] -3-^ h^^yXT^ K 
mp 171-174 t 

IR (KBr) : 1 6 6 8, 1 6 0 4 cm" 1 
NMR (DMSO-d 6 , 5) : 3. 8 5 (3H, 
s) , 7. 13 (1H, d, J = lHz) , 7. 18 

(1H, ddd, J = 8Hz, 2Hz, 1Hz), 7. 
3 5 -7. 6 0 (5H, m) , 7. 67 ( 1 H, t, 
J = 2Hz) , 7. 77 (1H, d, J = 8Hz), 
8. 06 (1H, t, J = 2Hz) , 7. 77 ( 1 H, 
d, J=8Hz) , 8. 06 (1H, t, J = 2H 
z) , 8. 1 9 (1H, s) , 10.43 (1H, 
s) 

MASS 2 9 4 (M+l + ) 

[0 13 7] (2) N— [3— (>f S 1 — < 

7zz~/u] -4-7;Vnl/yi;;l/^t^ K 
mp : 170-172 t 
IR(Nujol) : 1640 cm" 1 
NMR (DMSO-d 6 , 5) : 4. 0 1 (2H, 
s), 7. 14 (1H, s), 7. 30-7. 90 

(11 H, m), 8. 11 (1H, s), 8. 19 (1 
H, s),10. 86 (1H, s) 
MASS : 3 52 (M+ 1 + ) 

[0138] o) n- [3- (-r s trv-Ar- 1 ->r 

Ad 7?l=-)V\ -4- (1-tfny/u) t?JJ v^-2- 

mp : 157-159 t 

1 R (KB r) 1 6 9 0 cm" 1 

NMR (DMSO-d 6 , 6) : 6. 4 1 (2H, 
s) , 7. 1 4 (1H, s) , 7. 4 2 ( 1 H, d, 
J = 8Hz) , 7. 52 (1H, t, J=8Hz) , 
7. 65-7. 80 (3H, m) , 7. 90-8. 10 
(2H, m) , 8. 32 (1H, d, J = 2Hz) , 
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8. 73 (1H, d, J = 7. 5Hz) , 10. 88 

(1H, s) 
MASS : 3 30 (M+l*) 

[0139] (4) N- [3- (^5^/^-1-^ f 
;V) y*.~jV] - 9-^y-9H [1, 2 -a] fcTn 

[0 1 4 0] mp : 2 5 5-2 5 9 

I R (KB r) : 169 0,161 5,1560 

c m" 1 

NMR (DMSO-d 6 , 6) : 6. 4 2-6. 4 
6 (1H, m) , 6. 9 2 (1H, d, J=4H 
z) , 7. 1 4 (1H, s) , 7. 4 0 (1H, d, 
J=8Hz) , 7. 53 (1H, t, J = 8Hz) , 

7. 6 0-7. 8 5 (5H, m) , 8. 05 (1H, 
s) , 8. 11 (1H, s) , 8. 19 (1 H, s) , 

1 0. 7 0 (1H, b r s) 
MASS : 3 55 (M+O 
[0 14 1] (5) N- [3- W 
;V) -7-^hn7/^l/^-l-^7/l^xK^r 
*5 K 

mp : 213-217 t 
I R (KB r) : 1 6 7 3,1 6 1 0 cm" 1 
NMR (DMSO-d 6 , 6) 4. 3 9 (2H, 

s), 7. 14 (1H, s), 7. 35-8. 40 

( 1 1 H, m) , 8 . 5 2 ( 1 H, s ) , 10. 66 

(1H, s) 
MASS : 3 9 7 (M+l + ) 

[0142] (6) n- [3- 1 — r 

S K 

mp 239-241 t 

IR(KBr) : 1 6 5 7, 1 6 0 6 cm" 1 
NMR (DMSO-d 6 , 6) : 7. 16 (1H, 
s), 7. 43 (1H, d, J = 9Hz), 7. 50 
-7. 65 (3H, m), 7. 70-7. 90 (3H, 
m), 8. 00-8. 15 (2H, m) , 8. 23 
(1H, s) , 8. 3 5-8. 5 0 (2H, m) , 8. 
66 (1H, d, J = 7Hz) , 10. 73 (1H, 
s) 

MASS : 3 7 0 (M+l*) 

[0143] (7) N- [3- (-f 5^-^-1— < 
?V) 7i^] -3- (3-^-/1,) -<yXT^ K 
mp 155-160 t 

IR(KBr) : 1666, 1606 cm-" 1 
NMR (DMSO-d 6 , 6) : 7. 1 4 (1H, 

s) , 7. 39 (1H, d, J = 9Hz) , 7. 45 
-8. 10 (10H, m) , 8. 20 ( 1 H, s) , 

8. 28 (1H, s), 10. 53 (1H, s) 
MASS : 3 4 6 (M+l + ) 

[0144] (8) 6-^dp-N- [3- (>T § #V 



mp : 1 57-160 °C 

IR(KBr) 1 6 8 0, 1 6 0 6 cm" 

NMR (DMSO-d 6 , 5) : 7. 15 (1H, 

s) , 7. 42 (1H, d, J=9Hz) , 7. 50 
-8. 00 (7H, m) , 8. 09 ( 1 H, s) , 
8. 22 (1H, s) , 8. 4 0-8. 4 5 (2H, 
m) , 10. 70 (1H, b r s) 
MASS : 38 8 (M+l* ) 

[0145] (9) N- [3- 
;V) y^~;V] -7-^hn-9-t^y7;V^l/y- 

1 K 

mp : 243-247 t 

IR(KBr) : 1 6 9 7, 1 6 6 6, 1 6 0 4 

c m" 1 

NMR (DMSO-d 6 , 6) : 7. 1 4 (1H, 
s) , 7. 41 (1H, d, J=8Hz) , 7. 54 

(1H, t, J=8Hz) , 7. 6 0-7. 7 5 (3 
H, m) , 7. 85 (1H, t, J = 8Hz), 
7.9 9 (1H, s) , 8. 1 5-8. 2 5(3 
H, m) , 8. 27 (1H, d, J = 2Hz) , 8. 

59 (1H, dd, J = 6Hz, 2Hz) , 10. 
7 7 (1H, s) 
MAS S : 4 11 (M+ 1+) 

[0 14 6] (10) N- [3- (-T S W-JX'- 1 - 
J;v) 7n~;\s] -4- (1 - t'u y /u) ^yXT; K 
mp : 187-191 t 

IR(KBr) : 1 6 6 6, 1 6 0 8 cm" 1 
NMR (DMSO-d 6 , 5) : 6. 3 3 (2H, 
t, J = 2Hz) , 7. 14 (1H, s) , 7. 38 

(1H, d, J=9Hz) , 7. 4 0-7. 6 0 (3 
H, m) , 7. 68 (1H, s) , 7. 75-7. 85 

(3H, m) , 8. 07 (2H, s) , 8. 12 (1 
H, s) , 8. 19 (1H, s) , 10. 46 (1H, 

s) 

MASS : 3 2 9 (M+l + ) 

[0147] (11) N- [3- M;^/-;l/- 1 - 
4)V) 7x-^] - 3- (1, 2, 

4 — -<yX7^ K 
mp 145-155 t 

IR (KB r) 167 2, 1612 cm" 1 

NMR (DMSO-d 6 , 5) : 7. 14 (1H, 
s) , 7. 41 (1H, d, J=9Hz) , 7. 54 

(1H, t, J=8Hz) , 7. 68 (1H, s) , 
7. .7 6 (2H, t, J = 8Hz), 7. 90-8. 1 
0 (3H, m), 8. 20 (1H, s), 8. 30 

(1H, s), 9. 25 (2H, s), 10. 66 (1 
H, br s) 

MA S S 3 3 1 (M+ 1 + ) 
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[0148] (i2) n- [3- ^ 1 - 

K 

mp : 127-131 

IR(KBr) : 1 6 4 5, 1 6 0 1 cm" 1 
NMR (DMSO-d 6 , 5) : 2. 06 (3H, 
s) , 4. 2 2 (2H, s) , 7. 1 3 (1 H, 
s), 7. 20-7. 50 (5H, m), 7. 5 5- 
7. 65 (3H, m) , 7. 7 5-7. 9 0 (2H, 
m), 7. 98 (1H, d , J = 6Hz), 8. 13 
(1H, d, J = 7Hz) , 10. 15 (1H, br 
s) 

MASS : 3 6 6 (M+l* ) 
[0 14 9] (1 3) N- [3- S ?V-;V- 1 - 

K 

mp : 2 0 5-2 0 9 X: 
IR(KBr) : 1664, 1604 cm"" 1 
NMR (DMSO-d 6 , 6) 2. 13 (3H, 

s) , 4. 19 (2H, s) , 7.12 (1H, 
s) , 7. 3 0-7. 9 0 (1 0H, m) , 7. 98 

(1H, d, J = 7Hz) , 8. 12 (1H, d, J 
= 8Hz) , 1 0. 5 0 (1H, s) 
MASS : 3 6 6 (M+l + ) 

[0150] (14) N- [3- ( 3 - y S *V 

A**tS K] 

mp 170-175 °C 

IR(KBr) : 165 5, 1614 cm" 1 
NMR (DMSO-d 6 , 5) : 3. 7 5 (3H, 
s) , 7. 10 (1H, d, J = lHz), 7. 29 
(1H, d, J = 8Hz) , 7. 4 5- 7. 6 5 (3 
H, m) , 7. 7 0-7. 8 0 (2H, m) , 7. 8 
8 (1H, d, J=8Hz) , 7. 9 6 (1H, 
s), 8. 04-8. 10 (1H, m), 8. 37 (1 
H, d, J=8Hz) , 8. 4 0-8. 5 0 (1H, 
m), 8. 65 (1H, d, J = 8Hz), 10. 6 
3 (1H, s) 

MASS : 3 8 4 (M+ 1 + ) 

[0151] wfomi o 

3- 1 —f/U) T~V> (1 0 Om 

g) to&tf'A'XArti^i/}* (2ml) ^tC6 0%*: 

miti-hvvj* mmtpmmm 3o mg ) , 2-y h 

*S/-5- (fn-/u-i-^/u) gc&#&y^/w (1 
7 0mg) «r£fiT* &&TVm?LZ 0 »&*lfc»S* 
5r-*ffi#r5o (2 0ml) fc&gfR* 

(3 0ml) T*ttW-T5o #8UI£«ftS6^ h ]) 9 



^T?«S*L, N- [3- -^/l-) 7 

-2-^ h^ri/-5- (fP-yV-l-^/W) 
-<yX7^ K (1 4 3mg) £#£ 0 
mp : 162-163 t 

IR(Nujol) : 1660, 1600 cm" 1 
NMR (DMSO-d 6 , 6) : 3. 9 3 (3H, 
s) , 6. 2 6 (2H, t, J =2. 1Hz) , 7. 
13 (1H, s), 7. 25-7. 39 (4H, m) , 

7. 50 (1H, t, J=8. 0Hz) , 7. 67- 
7. 7 9 (4H, m) , 8 . 0 2 ( 1 H, s ) , 8 . 
18 (1H, s) , 10. 4 3 (1H, s) 
[0 15 2] IjjSgjU 1 
<<lS'?A'7f !) K (0. 2 1g) (10m 

i) tm\z.3- {4*w-)v-\-4}v) T~vy 

(0. I5g) *Mx.Z> 0 jl^»Sr2 O^lfflJBiKU > 

uxi^jvj*-** ; -;v (0-2%) •csM-r^o #e> 

[3- (-Y $ trS-sis- 1 - J M y=.~)V\ -2- 
(y^^/UT±^) -<yX7^ K (0. 1 7g) 

mp : 158-161 t 

IR(Nujol) : 1695, 1680 cm" 1 
NMR (DMSO-d 6 , 6) 3. 2 9 (1H, 

d, J = 14Hz), 3. 49 (1H, d, J = 14 
Hz), 6. 60-6. 70 (2H, m), 7. 0 0- 
7. 15 (3H, m) , 7. 16 (1H, s) , 7. 3 
8 (1H, s) , 7. 4 0-7. 8 0 (8H, m) , 

7. 9 1 (1 H, s) , 8. 19 (1 H, s) 
MASS 3 8 2 (M+l + ) 

[0 15 3] gjjjjfiy 2 

6-^nn-N- [3- (4 $ #V->V- 1 -4 /U) 7 
= -1-^/77^/WfH^ K (5 2m 

g) (oSm (5ml) M:10%^7^^A-^ 
(30mg) t*cMTl^e^VJ* (150mg) *JDX 

[3- w %trv-fis- 1 -y^) -i-i/ 

^y/77^;^t^ K (2 2mg) 

mp : 161-163 t 
IR(KBr) : 1 6 7 8, 1 6 04 cm" 1 

NMR (DMSO-d 6 , 6) : 7. 15 ( 1 H, 
s), 7. 40-7. 65 (5H, m), 7. 71 
(1H, s) , 7. 7 5-7. 9 0 (3H, m) , 

8. 11 (1H, s), 8. 20-8. 30 (2H, 
m) , 8. 39 (1H, d, J=6Hz), 10. 6 



7 (1H, s) 

MASS : 3 5 4 (M+l + ) 

[0 15 4] |a|gy 3 

N- [3- (4 S 1 -J ;V) y^=L/U] - 7 

-^Fo7/vtwy-i-^;v#H^ K (o. 10 

g) <D?#/-;l' (2 0ml) Affile 10%/<5^A 
-JSttft* (2 0mg) ?rJPx.5 0 JB^**** (la 
tm) SST-e8^Wft»"r5o 

tie ^*>»8*esu s^-f y^ntr^-^A^ 

»*U 7 — T 5 / — N — [3- (>f 5 #V->\<- 1 - 
^) 7x^k] - l -7yi/*u^*/u*#*S K 

(0. 0 7g) £#5 0 
mp 160-165 t 

IR(KBr) : 1657, 1608 cm" 1 
NMR (DMSO-d 6 , 5) • : 4. 0 3 (2H, 
s), 5. 29 (2H, br s) , 6. 62 (1H, 
d, J=8Hz) , 6. 79 (1H, s) , 7. 14 
,(1H, s) , 7. 3 0-7. 9 0 (8H, m) , 8. 
10 (1H, s) , 8. 18(1 H, s), 10. 4 
9 (1 H, b r s) 
MASS : 3 6 7 (M+l + ) 

[0 15 5] HffiflU 4 

1- 4 (0. 10 

g ) (O^no^y (10ml) 3, 4- 

K (0. 15g)Sr*0x. 

.^y^n^x-f/W (1:2 v/v) **e>|fj|gfi 
U N— [3- (>f 5 ^-/l"- 1 — f/V) 7xn^] 
-3, (0. 0 6g)£# 

mp: 176-181 t; 

I R (KB r , cm" 1 ) : 1 6 6 2, 1604 
MAS S : 3 2 4 (M+l) 

NMR (DMSO-d 6 , 6) : 3. 8 5 (6H, 
s) , 7.0 5-7.15 (2H, m) , 7.3 
6(1 H, d, J = 8Hz), 7. 4 8(1 H, 
d, J = 8H z) , 7. 55 (1H, d, J 
= 2Hz), 7. 60-7. 70 (2H, m), 
7. 74 (1H, d, J=8Hz) , 8. 05 (1 
H, dd, J=2Hz, J = lHz), 8. 1 
9 (1H, s) , 10. 28 (1H, s) 

[0156] mmmi 5 

1- (7 1. 5m 

g) O^no^y (10ml) *®®f£lC, N- 

K*ttlfett (1 4 Omg) ^2-e7xxi/y^ 
A*y» (5 8mg) £2JDx.S 0 ilt4 8«j$ 



(1 : 4 v/v) d^SISfiU N— [3- MS^ 

K (6 5mg) £#6 0 
mp : 200-203t 

1 R (KB r , cm" 1 ) : 1 6 7 6, 1612 
MASS : 3 3 8 (M+l) 

NMR (DMSO-d 6 , 6) : 6. 80-7. 0 

0 (5H, m) , 7. 1 3 (1 H, s) , 7. 

2 7 (1H, s) , 7. 3 6 (1H, dt, J 
= 9Hz, J=2Hz) , 7. 4 0-7. 5 5 (2 
H, m) , 7. 6 6 (1H, t, J = 2H 

z) , 7. 73 (1H, d, J = 9Hz) , 
8. 0 3 (1H, t, J = 2H z) , 8.17 

(1H, s) , 10. 30 (1H, s) 

[0157] ^MW 1 6 

n- [3- w %w->\<-\-4 )V) y^~)V\ - 
2, 3-^y h^^yxr^ K 

mp : 9 3-9 6 t 

1 R (KB r , cm" 1 ) : 1 6 7 3, 1599 
MAS S : 3 2 4 (M+l) 

NMR (DMSO-d 6 , 6) :3. 82 (3H, 
s) , 3. 8 7 (3H, s) , 7.10-7.2 
5 (4H, m) , 7. 35 ( 1 H, d, J = 8H 
z) , 7.4 9 (1H, t, J = 8Hz) , 

7. 6 0-7. 7 5 (2H, m) , 8. 01 (1 
H, br. s) , 8. 17 (1H, s) , 1 
0.4 7 (1H, s) 

[0158] SHfeftl 1 7 

mmmi 5 1 mmz utte^a:^*****. 

N— [3- W^^/-/V-1-^;W) 7x^] -3 
mp:166-169 t 

I R (KB r , cm" 1 ) : 1 6 6 4, 1604 
MAS S : 3 0 7 (M+l) 

NMR (DMSO-d 6 , 6) :2. 98 (6H, 
s) , 6. 9 5 (1 H, d, J = 8Hz) , 
7.14 (1H, s) , 7.2 0-7.4 0 (4 
H, m), 7. 50(1 H, t, J=8H 
z) , 7. 6 7 (1 H, s) , 7. 7 6 (1 H, 
d, J=8Hz) , 8. 06 (1H, s) , 

8. 19 (1H, s) , 1 0. 3 4 (1H, s) 
[0159] 1 8 

mmm 1 5 tl^«{CUTTiB^t^«r#5p 

N- [3- W^Z-zi'-l — (M y=.~)V\ -3 

mp : 124-126 t 

I R (KB r , cm" 1 ) : 1 6 6 2, 1606 
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MAS S : 2 7 8 (M+ 1.) 

NMR (DMSO-d 6 , 6) :2. 4 1 (3H, 

s) , 7. 13 (1H, s) , 7.3 0-7.6 

0 (4H, m) , 7. 6 7 (1H, s) , 

7. 70-7. 85 (3H, m), 8. 05 (1 
H, s), 8. 18(1 H, s) , 10. 42 
(1H, s) 

[0160] mmmi 9 
mmm 1 5 1 mmz LTTis^t^£#5o 

3-^nn-N- [3- U ^.*?V-)V- 1 -jfr) y 
mp: 179-182 °C 

1 R (KB r , cm" 1 ) : 1 6 6 8, 1606 
MAS S : 2 9 8 (M+ 1) 

NMR (DMSO~d 6 , 6) : 7. 14 ( 1 H, 
s), 7. 40 (1H, d, J=9Hz), 
7. 45-7. 80 (5H, m), 7. 94 (1 
H, dt, J=8Hz, J = 2Hz), 8. 0 
0-8. 1 0 (2H, m) , 8.19 (1H, 
s), 10. 56(1 H, s) 
[0161] HJfitftJ 2 0 

mmm 1 5 1 mm?, lttib<^^£#3o 

3, 5-v^ h*^-N- [3- {4 S 1 - 

mp: 1 3 3-1 3 7 <C 

I R (KB r , cm" 1 ) : 1 6 8 5, 1 6 0 4 
MAS S : 3 2 4 (M+ 1) 

NMR (DMSO-d 6 , 5) : 3. 8 4 (3H, 
s) , 6.7 5 (1H, t, J = 2Hz) , 
7. 10-7. 15 (3H, m) , 7.3 8(1 

H, d, J = 8Hz) , 7. 5 1 (1H, t, 
J = 8Hz) , 7. 6 7 (1H, s) , 7 . 
7 6 (1H, d, J=8H z) , 8.0 5(1 

H, t , J = 2H z) , 8.19 (1 H, 
s ) , 10. 3 8 (1H, s ) 

[0162] mmm 2 1 

mmm 1 5 1 mmc LXTm<wb&%}*'&z 0 

3, 5-v ? ^h3rv'-N- [3- {4 1 - 

mp : 8 5-8 7 

I R (KB r , cm" 1 ) : 1 6 7 3, 1606 
MASS : 3 0 8 (M+ 1) 

NMR (DMSO-d 6 , 6) : 2. 2 0 (3H, 
s) , 3.8 4 (3H, s) , 7. 0 0-7. 1 
5 (3H, m) , 7. 2 0-7. 4 0 (2H, 
m), 7. 48(1 H, t, J = 8Hz), 
7. 20-7. 60 (2H, m), 8. 02 (1 
H, s) , 8.15 (1H, S) , 10.5 
1 (1H, s) 

[0163] mnw2 2 



N- [3- (-T $?*S-/U-l-s(;\s) y * -y 
mp : 230-232 t 

I R (KB r , cm" 1 ) : 1 6 6 8, 1606 
MAS S : 3 5 2 (M+ 1 ) 

NMR (DMSO-d 6 , 6) :4. 06 (3H, 
s) , 7.-14 (1H, s), 7.30-7.6 

0 (4H, m) , 7. 6 0-7. 7 0 ( 2 H, 
m) , 7. 8 2 (1 H, d, J =8H z) , 
8. 0 0-8. 10 (4H, m) , 8. 2 1 (2 
H, d, J = 7Hz) , 10. 5 0 (1H, 

s) 

[0164] mifoffl 2 3 

mmmi 5 tmm^xTm<Dii:&®&'&z 0 

N- [3- {-{ ^y^Z-jV- y^=z.jv\ -6 

mp: 199-201 X: 

1 R (KB r, cm" 1 ) : 1 6 6 6, 1612 
MAS S : 34 4 (M+l) 

NMR (DMSO-d 6 , 6) : 3. 93 (3H, 
s) , 7. 1 5 (1 H, s) , 7. 2 8 (1H, 

dd, J = 9Hz, J = 2Hz) , 7. 35- 
7.4 5 (2H, m) , 7. 53 (1H, t, 
J = 8Hz) , 7. 69 (1H, s) , 7.82 
(1H, d, J = 9Hz) , 7. 90-8. 05 
(3H, m), 8. 10 (1H, t, J = 2H 
z) , 8. 2 0 (1H, s) , 8.5 4 ( 1 H, 
s) , 10. 55 (1H, s) 

[0165] %imn 4 

6-tKn^-N- [3- (-T 1 -J 

;v) y^~>V\ ~Ty? l/V- 2 S K 

mp : 2 6 5-2 7 5 <C 

I R (KBr, cm" 1 ) : 1 6 48, 1606 
MAS S : 3 3 0 (M+ 1) 

NMR (DMSO-d 6 , 6) : 7. 10-7. 25 
(3H, m), 7. 37(1 H, d, J = 9H 
z) , 7. 52(1 H, t, J=8Hz), 

7. 68 (1H, t, J = lHz) , 7. 75- 

8. 00 (3H, m) , 8. 05-8. 15 (2H, 
m), 8. 19(1 H, s), 8.49(1 

H, s) , 1 0. 1 1 (1 H, s) , 10.5 
0 (1H, s) 

[0166] %mm 2 5 

N— [3- W^y-A—l— (M -4-^ h*is 

y^.^;v\ yjv^ruy— 
l -tuv^y-^ k 

mp : 2 3 5-2 4 1 X: 
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I R (KB r , cnT 1 ) : 1 6 74, 1608 
MAS S : 3 8 2 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 3. 8 3 (3H, 
s) , 4. 2 0 (2H, s) , 7. 0 8 (1 H, 

s) , 7.2 0-7. 5 0 (4H, m) , 7 . 5 
0-7. 85 (4H, m) , 7. 90 (2H, 
s) , 7. 98 (1H, d, J = 7Hz) , 
8. 1 2 (1H, d, J=7Hz) ,10.41 

(1H, s) 

[0167] %Hm 2 6 

mmm 1 5 1 ianii!:LTTE®ft-M*tr#*. 

N- [3- (4, 5, 6, 7-rf7t Kn^yX^f 5: 
mp : 2 5 1-2 2 0 t: 

I R (KB r , cm" 1 ) : 1 6 7 2, 1604 
MASS 4 0 6 (M-hl) 

NMR (DMSO-d 6 , 5) : 1. 7 8 (4H, 
br. s) , 2. 4 0-2. 6 0 (4H, m) , 
4. 21 (2H, s), 7. 19 (1H, d, 

J = 9Hz) , 7. 3 0-7. 6 5 (5H, m) , 

7. 70-7. 80 (2 H, m), 7. 84(1 
H, d, J = 8Hz) , 7. 9 3 (1H, 

s) , 7. 98 (1H, d, J = 6Hz) , 

8. 13 (1H, d, J = 7Hz) , 10. 56 (1 
H, s) 

[0168] 9Mm 2 7 
%mm 1 5 t mtfc LTTB<0ffrg*«r»5. 
N- [3- (xh^^/l/^^l/) -5- M % yV- 

% K 

mp : 1 70-1 73 °C 

I R (KB r , cm -1 ) : 1 7 2 2, 1 6 7 6, 1 6 
1 0 

MAS S : 4 2 4 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 1. 3 7 (3H, 
t, J = 7Hz) , 4. 2 4 (2H, s) , 4. 
3 9 (2H, q, J = 7 H z ) , 7.17(1 
H, s), 7. 30-7. 50 (2 H, m), 

7. 55-7. 70 (2 H, m) , 7. 75- 7. 
90 (3H, m) , 7. 99 (1H, d, J=6 
Hz) , 8. 1 5 (1H, d, J = 7Hz) , 

8. 2 8 (1 H, s) , 8. 3 5 (1 H, t , J 
= 2Hz) , 8. 46 (1H, d, J=2Hz) , 1 
0.7 6 (1H, s) 

[0169] W&m 2 8 

i s t mm\c uTTE^fc^*sr»s. 

N— [3- (2-^^-jV^±y( }V- 1 )V) 

y=c~/io] y?vir\si/- i -^/vX^S. K 

mp : 1 80-1 8 3 X: 



I R (KB r , cm" 1 ) : 1 6 7 6, 1604 
MAS S : 3 9 8 (M+ 1 ) 

NMR (DMSO-d 6 , 6) :2. 54 (3H, 
s) , 4.2 0 (2H, s) , . 7. 1 2 (1 H, 
d, J = lHz) , 7.18 (1H, d, J 
= 9Hz) , 7. 30-7. 70 (6H, m), 
7. 75 (1H, d, J = 7Hz) , 7. 85 (1 
H, d, J = 8Hz) , 7. 9 0-8. 0 5 
(2H, m) , 8. 13 (1H, d, J = 7H 
z) , 1 0. 1 6 (1H, s) 

[0170] mmm2 9 

3-7A<trl'>#A'tf>tk (4 1mg) (D^nn^ 

y (5mi) +®iS«tcN- 

fcf/V) — N' -^As-bAr^M * K ' (7 5m 

g) ti- (3-7^;7x^) 5^2/-^ (62 

mg) SrlP^So 14^1M«Lf:t, 

U ^nn^^/WA-^^y-/lx (0-1% v/v) 
TSfflU N— [3- (>f 7x 
7;vtl/y-3-*;^^t^ K (2 2mg) Sr 

mp : 1 4 9- 1 5 1 

I R (KB r , cm -1 ) : 1 6 5 3, 1 6 0 6 
MA S S : 3 5 2 (M+ 1 ) 

NMR (DMSO-d 6 , 6) :4. 04 (2H, 
s), 7. 14(1 H, s), 7. 30-7. 55 
(4H, m) , 7. 6 0-7. 8 0 (4H, m) , 
7. 9 0-8. 0 5 (2H, m) , 8. 10 ( 1 H, 
t, J=2Hz), 8. 20 (1H, s), 8. 
50 (1H, d, J = lHz) , 10. 53 (1H, 
s) 

[0171] HJ£#I 3 0 

j/u) ^yxr-; k (8 omg) <Di??vu*?y (1 

0ml) tN, N* -v^^fMMT^ K (5ml) 
^SKSSMfcN- (3-^f;i/T^/nf;v) — N* 
-=.*f-/Vj)jl>#*M ^ K • &® ( 1 0 5 m g) . :7/i^ 
U^-l (5 8mg) £4- (S^fvKT 
^y) Ify^V (7mg) $rJDx.So 7«tltf^ 

>f-fc«fc0ttJiU ^nnj|sM-^/-;P (0-2 

%, v/v) -vmttiC. n— [3- (-o-v^r^ 

yl/^-yW) -5- W $jf*/-A'-l-'fA') 
A'] ^AofrU/— 1 — #/M*3Mf^ K (65mg) 
£o 

[0172] mp : 240-24 9 
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I R (KB r , cm" 1 ) : 1 6 6 8, 1647, 
16 0 0 

MASS : 4 8 5 (M+ 1) 

NMR (DMSO-d 6 , 6) :4. 24 (2H, 
s) , 4. 54 (2H, d, J = 6Hz) , 
7.17 (1H, s) , 7.2 5-7.4 5 (7 
H, m) , 7. 5 0-7. 6 5 (2 H, m) , 

7. 74 (1H, s) , 7. 8 1 (1H, d, 
J = 7 H z) , 7. 8 8 (1H, s) , 7. 9 9 

(1H, d, J=6Hz) , 8. 1 5 (1H, 
d, J = 8 H z ) , 8. 25 (2H, s) , 8. 3 

0 (1H, s) , 9. 1 6 (1H, br. t, 
J =6H z) , 1 0. 7 0 (1H, s) 

[0173] mmms 1 

3 — {%#V->V- 1 -J/UT—V > (8 Omg) t 
2, 3-i^fc Kn^/77y-7-*;V#yg (9 8 
mg) M-^W^fc'Uv^y (12mg) t *J 
^nn^y (2. 5ml) ^Mt:N- (3-i?t 
*/)V7 ^JZfxi -N' -^/VjjjV^M * K • 

mm& (i 5 3m g ) (-r^xmrn-rz) %MtLz> 0 m 

m^TA, (50ml) -WW? L*. ^8£*iff^ h 3 * A 
OlSft*»tt (3®, fi@5 0ml) > ftfefc (5 0m 

i) -e«a*u «^^*$/*A-CW*U ilU * 

wie*u n- [3— f ^*v-^-i-^) 

A'] -2, Ko^/77y-7-*/U*** 
S K (9 2mg) £#6 0 
mp : 1 3 5-1 3 7 t 

1 R (KB r , cm" 1 ) : 3 3 5 7, 1672 
MASS : 3 0 6 (M+ 1) 

NMR (DMSO-d 6 , 6) : 3. 2 9 (2H, 
t, J = 8. 8) , 4. 7 7 (2H, t, J = 

8. 8) , 7. 00 (1H, dd, J = 7. 6, 
7.6), 7.13 (1H, s) , 7.3 7 

(1H, d, J=9. 0) , 7.4 5-7. 7 5 
(5H, m) , 8. 00 (1H, dd, J = l. 
9,1.9), 8. 2 1 (1H, s) , 9.9 4 
(1H, s) . 

[0174] %mm 3 2 

Stt0l3 1 *l3l«fcLTTB^fc^«:#S. 
N-3- (5-^f/W^^-l-^/^) 7xn 

mp:225-227 t 
I R (KB r, cm" 1 ) : 1 6 6 6 
MASS : 3 6 6 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 2. 20 (3H, 

s) , 4.2 1 (2H, s) , 6. 8 5 (1H, 

s) , 7. 2 0 (1 H, d, J =7. 8) , 

7. 33-7. 45 (2H, m), 7. 50-7. 6 



5 (3H, m), 7. 73-7. 78 (2H, 
m) , 7. 8 6-8. 0 0 (3H, m) , 8. 1 
3 (1H, d, J=6. 7) , 10. 58 (1H 
b r s ) . 

[0175] mmms 3 

N-3- (^-^y->V-5->f/U) 7i^;V-l-7 
mp : 239-240 t 

I R (KB r , cm" 1 ) : 3 3 0 7, 1647 
MAS S : 3 5 3 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 4. 22 (2H, 
s), 7. 32-7. 62 (6H, m), 7.6 
8 (1H, s), 7. 75-7. 81 (2H, 
m) , 7.9 9 (1H, d, J = 7) , 8. 1 
3 (1H, d, J = 6. 7) , 8.2 8 (1H, 
b r s) , 8. 4 9 ( 1 H, s) , 1 0. 5 0 (1 
H, s) . 
[0 17 6] HJ60H3 4 

mmm3 1 tmmzi-xT&oik&toznzo 

N-3- (J-T*yV-;V- 5 -4 M y=.—/ls- 1 -y 
mp : 2 1 8-2 20 X: 

I R (KB r , cm" 1 ) : 3 3 0 0, 1 64 5 
MAS S : 3 6 9 (M+ 1) 

NMR (DMSO-d 6 , 6) :4. 22 (2H, 
s) , 7.3 6-7.6 6 (6H, m) , 7.7 
5-7. 84 (2H, m) , 7. 95-8. 00 
(1 H, m) , 8.11-8.17 (2H, 
m) , 8. 3 0 (1H, s) , 9.12 (1H, 
s) , 1 0. 4 7 (1H, s) . 

[0177] nnw3 5 
mmm3 1 hmmz.\,xTU<oi\&®*nz> a 

7-^nn-N- [3- (>f ^ 1 — < ( ;V) y 

- i-y/\s*u^ ^/W/K^rih^ K 

mp : 2 3 9-24 1 X 
I R (KB r , cm" 1 ) : 1 6 6 4 
MAS S : 3 8 6, 388 (CI isotopes, M 
+ 1) 

NMR (DMSO-d 6 , 6) : 4. 2 5 (2H, 
s) , 7. 1 4 (1H, s) , 7.3 6-7.8 
2(8H, m) , 8. 0 1 (1H, d, J=8. 
2) , 8. 08-8. 19 (3H, m) , 10. 57 

(1H, s) . 

[0178] H1S#J 3 6 

mmm3 1 *H*fcLTTE^fc£*«r»5. 

N- [3- (-T 1 -JM 7x^/1/] -3 

mp : 1 6 7- 1 6 9 t: 
I R (KB r, cm" 1 ) : 1 6 7 2 
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8.3 0 (1 H, 
8. 54 (1H, 



MASS : 3 3 1 (M4- 1) 

NMR (DMSO-d 6 , 6) : 7. 14 ( 1 H, 
s) , 7. 4 0 (1 H, d, J = 9. 0) , 
7. 53 (1H, d d, J=8. 0, 8. 0) , 
7. 6 4-7. 7 2 (2H, m) , 7.7 8(1 
H, b r d, J =8. 6) , 7. 84 (1H, 
s) , 7.9 7 (1H, dd, J = 8. 0, 1. 
6) , 8. 0 6 (1H, dd, J =2. 0, 2. 
0) , 8. 2 0 (1H, s) , 
d, J = l. 8, 1. 8) , 
s) , 10. 6 0 (1H, s) 
[01 79] MMM 3 7 

mmms 1 kmm\zLXTmoik&vo*nz><> 

N— [3- ^¥V-JV- 1 -4 fr) 7x^;V] -5 

Y*i/- 2 -nhn^y^r> F 
mp : 7 7-8 4 t 

1 R (KB r, cm" 1 ) : 1 6 8 3 
MASS : 3 3 9 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 3. 9 5 (3H, 
s) , 7.13 (1H, s) , 7.2 2-7. 

2 9(2 H, m), 7. 39(1 H, d, J = 
8.2), 7. 5 2 (1 H, d d, 
7.8), 7.6 0-7.6 5 (2H, 
7. 90 (1H, d d, J = l, 1) 

(1H, s) , 8. 2 2 (1H, d, 
4) , 1 0. 8 3 (1 H, s) . 
[0180] 3 8 

n- [3- (i -y^/w ^yy-/^- 5--f/u) y 

-3- i^ry-/u- -<yX7^ K 

mp: 1 3 6-1 3 8 
I R (KB r , cm" 1 ) : 1 6 7 0 
MAS S : 3 6 1 (M+ 1 ) 
NMR (DMSO-d 6 , 6) : 3. 
s) , 7.2 5-7.3 3 (2H, 
0 (1H, d d, . J =7. 9, 7 



8, 



J = 7. 

m) , 
,8.16 

J=9. 



(1H, dd, 
-8. 0 0 (3H, 



7 8 (3H, 
m) , 7.5 
. 9) , 7. 6 4 
J = 7. 8, 7. 8) , 7.8 3 
m) , 8. 18-8. 25 (2 
H, m) , 8.3 3 (1H, d, J = l) , 
8. 5 6 (1H, s) , 9.2 6 ( 1 H, d, 
J = l) , 10. 5 3 (1H, s) . 

[0181] mmm 3 9 

N— [3- (I-/ ^vW y*. 
-3- {^TV-JV- 5 — fM -<VXT^K 

mp : 1 6 8-1 6 9 °C 
I R (KB r , cm" 1 ) : 1 6 6 2 
MAS S : 3 6 1 (M+ 1) 



NMR (DMSO-d 6 , 6) : 3. 7 8 (3H, 
s) , 7.0 8 (1H, s) ,* 7.2 6 (1H, 

d, J =7. 9) , 7. 4 6 (1H, d d, 
J = 7. 9, 7. 9) , 7. 6 3 ( 1 H, d d, 
J = 7. 7, 7. 7) , 7. 7 3-7. 8 3 (2H, 

m) , 7. 9 0-7. 9 8 (3H, m) , 8. 2 
2(1 H, s), 8. 45(1 H, s) , 9. 1 
6 (1H, s) , 1 0. 4 7 (1H, s) (f urn 
aric acid at 6 . 6 2 ( 2 H, 
s) ) . 

[0 18 2] 3U£«4 0 

N— [3- (A ^yy-si"- 1 y^~)V\ -3 

- (f7y-;v-5 — (/u) -O-Xx^ K 

mp : 1 8 5-1 86 
I R (KB r, cm" 1 ) : 1 6 6 4 
MAS S : 3 4 7 (M+ 1) 

NMR (DMSO-d 6 , 6) : 7. 14 (1H, 
s) , 7.4 0 (1H, d, J = 9. 0) , 
7. 5 3 (1H, d d, J =8. 0, 8. 0) , 
7.64 (1H, dd, J = 7. 7, 7. 7) , 

7. 6 8 (1H, s) , 7. 7 7 (1 H, d, J = 

8. 0), 7. 93-7. 98 (2H, m), 8. 

0 6 (1H, d d, J = l, 1) , 8.2 0(1 
H, s) , 8.23 (1H, dd, J = l, 
1) , 8. 4 5 (1H, s) , 9. 17 (1H, 
s), 10. 58(1 H, s). 

[0 18 3] ^MM4 1 

mmm3 1 tmm^xT^it^^^o 

N- [3- (1 -^^/W^^^-ZV- 5—f/U) 7x 

^/v] - 3- (3-* Y*i/y=.~;v) ^yXT^ K 

{y^-;vm&t LT) 
mp : 9 0-9 3 *C 

1 R (KB r, cm" 1 ) : 1 6 7 6 
MAS S : 3 8 4 (f r e eM+l) 

NMR (DMSO-d 6 , 6) :3. 72 (3H, 
s) , 3.8 5 (3H, s) , 6. 9 0-7. 1 
8 (2H, m), 7. 22-7. 54 (5H, 

m) , 7. 6 0-8. 0 0 (6H, m) , 8. 2 

2 (1H, s) , 1 0. 44 (1H, s) . 
[0 18 4] HJ£#)4 2 , 

HJfc«3 1 irl^eitcbTTiB<O^^S:#So 

N- [3- (1 -y^/WT ^^V-y^-5-^/U) y^ 

-3- {3-*7-;vy^^;v) ^yX7^ K 
mp : 8 5-8 9 t 
I R (KB r , cm" 1 ) : 1 6 7 0 
MAS S : 3 6 8 (M+ 1 ) 

NMR (DMSO-d 6 , 6) :2. 4 1 (3H, 
s) , 3. 7 2 (3H, s) , 7. 0 7 (1 H, 
d, J = l. 1) , 7.2 0-7. 2 9 (2H, 
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m) , 7. 3 6-7^ 5 0 (2 H, m) , 7. 
5*4-7. 6 7 (3 H, m) , 7. 7 2 (1H, 
s), 7. 80-7. 96 (4 H, m), 8. 2 
1 (1H, dd, . J = l. 1) , 10. 43 (1 
H, s) . 
[0 18 5] H1£#I4 3 

N- [3- ( 1 - ^ fvwf S 5 7x 

-3- (3-^an7x^;l/) -O-XT^ K 
mp : 6 5-6 9 «t 
I R (KB r, cm" 1 ) : 1 6 7 0 
MAS S : 3 8 8 (M+ 1) 

NMR (DMSO-d 6 , 6) : 3. 7 2 (3H, 
s) , 7. 0 7 (1H, d, J = l. 1) , 
7.2 6 (1H, d, J =7. 7) , 7.4 2- 
8. 0 0 (1 1H, m) , 8. 2 6 (1H, b r 

s), 10. 44(1 H, s). 
[0 18 6] H1SW4 4 

Jil&fll3 1 tlBlttlKLrTBOft^SrWao- 

N- [3- (l-^f/^^/-/v-5->f;v) y=. 

~M -3- (4 -^f/i^7x^) ^yxr-; k 

mp : 1 1 0-1 1 1 t: 
I R (KB r, cm" 1 ) : 1 6 6 4 
MASS : 3 6 8 (M+l) 

NMR (DMSO-d 6 , 6) : 2. 3 7 (3H, 
s) , 3. 7 2 (3H, s) , 7. 0 7 (1 H, 
d, J = 1. 1), 7. 23-7. 35 (3H, 
m) , 7. 46(1 H, dd, J =8. 0, 
8.0), 7.6 2 (1H, d d, J = 7. 7, 
7.7), 7. 66-7. 72 (3 H, m), 7. 
7 8-7. 9 3 (4H, m) , 8. 21 (1H, 
d d, J = 1, 1) , 1 0. 4 3 (1H, s) . 

[0187] mifo&u 5 

N- [3- (1 -y^;W S^V-zV-S—f/VO 7* 
-3- (4 Y^yy^^/v) -<>XT^ K 

mp : 98-1 0 0 X: 
I R (KB r, cm" 1 ) : 1 6 6 2 
MAS S : 3 8 4 (M-h 1) 

NMR (DMSO-d 6 , 6) :3. 7 2 (3H, 
s) , 3. 8 2 (3H, s) , 7.0 5-7.1 
0 (3H, m) , 7.2 5 (1H, d, J = 7. 
9) , 7. 46 (1H, dd, J=7. 8, 7. 
8) , 7. 6 0 (1 H, d d, J = 7. 7, 7. 
7) , 7. 70-7. 7 5 (3H, m) , 7. 80 
-7.9 3 (4H, m) , 8. 1 8 (1H, d 
d, J = l, 1) , 1 0. 4 2 (1H, s) . 
[0 18 8] ^B£#|4 6 

N- [3- ( 1 - ^ fvW S ¥V->v- b-^jv) y*. 



-3- (4-^nn7i^) ^VX/ * K 
mp : 117-119 
I R (KB r, cm" 1 ) : 1 6 6 2 
MAS S : 3 8 8 (M+ 1) 
NMR (DMSO-d 6 , 6) : 3. 7 2 (3H, 
s) , 7. 0 7 (1H, d, J = l. 1) , 
7. 25(1 H, d, J = 8. 0), 7.46 
(1H, dd, J = 7. 9, 7. 9) , 7. 54 
-7. 62 (2H, m) , 7. 65 (1H, d d, 
J = 7. 8, 7. 8) , 7. 7 2 (1 H, s) , 
7. 79-7. 88 (3H, m), 7. 8 9- 
8.0 1 (3H, m) , 8. 2 3 ( 1 H, d d, 
1 = 1, 1) , 10. 45 (1H, b r s) . 
[0 18 9] HJKl#l4 7 

N-3- (1, 2-^^/W^^-/V-5->f/U) 

mp : 1 4 7-1 4 9t: 
I R (KB r, cm" 1 ) : 1 6 7 4 
MAS S : 3 8 0 (M+ 1 ) 

NMR (DMSO-d 6 , 5) :2. 3 7 (3H, 
s) , 3.5 7 (3H, s) , 4.2 1 (2H, 

s), 6. 89 (1H, s), 7.17(1 
H, d, J = 7. 8) , 7.3 2-7.4 9 (3 
H, m) , 7. 5 3 - 7. 6 6 (2H, m) , 
7. 7 3-7. 8 8 (3H, m) , 7. 98 (1 
H, d, J = 6. 5) , 8. 1 2 (1H, J = 
6. 7) , 10. 4 4 (1H, s) . 
[0 19 0] HJfe#)4 8 

N-3- ( 2 -^)V- 1 ^vW * ^V-yU- 5 - 
^f/iO 7x^;v-l-7/v^i/y #^aR*f-5 K 
mp : 112-113 t 
I R (KB r , cm" 1 ) : 1 6 7 4 
MAS S : 3 9 4 (M+ 1 ) 

NMR (DMSO-d 6 , 8) : 1. 26 (3H, 
t, J = 7. 5) , 2. 7 2 (2H, q, J = 
7.5), 3. 5 8 (3H, s) , 4.2 1(2 
H, s) , 6. 9 1 (1H, s) , 7.18 

(1 H, d, J = 7. 8) , 7.35-7.49 

(3H, m) , 7.5 3- 7.6 6 (2H, 
m) , 7. 7 2-7. 8 8 (3H, m) , 7. 9 8 

(1H, d, J = 6. 5) , 8. 12 (1H, d, 
J = 6. 7), 10. 44(1 H, s). 

[0191] S£ffi0i) 4 9 
2iffi0H3 1 £H*fcLTTe<Dfc^«r#5. 

N— [3- (>f 1 -"f/V-) 7x-;U] -3 

mp : 1 84-1 8 5 <C 

I R (KB r, cm" 1 ) : 1 6 7 6 



MAS S : 3 3 9 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 3. 9 5 (3H, 

s) , 7. 1 2 (1H, b r s) , 7.3 8- 

7. 7 8(7 H, m), 7. 9 1 (1H, br 

s) , 8. 1 6 (1 H, b r s) , 10.90 

(1H, s) . 

[0192] 5 0 

N-3- (1, 2-i?*f-*"($ir*S-A'-S-'(M 
mp : 61-65 

I R (KB r, cm" 1 ) : 1 6 7 2 
MAS S : 3 6 8 (M+ 1) 

NMR (DMSO-d 6 , 6) : 2. 3 6 (3H, 
s) , 3.5 7 (3H, s) , 6. 8 8 (1 H, 
s) , 7.17 (1H, d, J =8. 0) , 

7. 4 0-7. 5 6 (4H, m) , 7. 64 (1 
H, d d, J = 7. 7, 7. 7) , 7.7 6- 
7.9 7 (6H, m) , 8. 2 3 ( 1 H, b r 
s) , 1 0. 4 3 (1 H, br s) . 

[019 3] mi&ms i 

N- [3- ( l-^f;W 5: 5 — -T^) 7x 

-^yf; [3, 2-d] <f-T*S-fl'- 7-%;l> 

mp : 2 4 7-2 4 8 

1 R (KB r, cm" 1 ) : 1 6 6 0 
MAS S : 3 7 3 (M+ 1) 

NMR (DMSO-d 6 , 6) : 3. 7 2 (3H, 
s), 4. 25 (2H, s), 7. 07 ( 1 H, 

d, J = 1. 0) , 7. 2 5 (1 H, b r d, 
J=7. 9) , 7. 4 6 (1H, d d, J =7. 

8, 7.8), 7. 58 (1H, d d, J = 
7.5, 7.5), 7. 7 0- 7. 7 4 (2H, 
m), 7. 81-7. 92 (3 H, m), 9. 2 

2 (1H, s) , 10. 4 7 (1H, s) . 
[0194] HffiW 5 2 

mmmz 1 t mm\c vxTm<Dik&®>%'&z> 0 

N- [3- W^?V-)V-\ — 7 x -/is] -4 
Vt/ [3, 2-d] f7y-;V-7-^mU # 
mp:24 2-2 4 4 t 
I R (KB r, cm" 1 ) : 1 6 7 4 
MAS S : 3 5 9 (M+ 1 ) 

NMR (DMSO-d 6 , 5) : 4. 2 5 (2H, 
s) , 7. 1 4 (1H, d, J = l. 0) , 
7. 4 0 (1H, d, J =7) , 7.5 2(1 
H, d d, J =8. 0, 8.0), 7. 59- 
7. 7 7 (4H, m) , 7: 9 1 (1H, d d, 
J = 7. 4, 1.0), 8. 06 (1H, d 
d, J = l. 9, 1.9,), 8. 1 8 (1H, 



d, J =1. 0) , 9. 2 2 (1H, s) , 1 
0. 5 8 (1H, s) . 

[0195] %mm 5 3 

3-xh^>-N- [3- (>f 1 — f/u) 

7xr:;l/] -<yX7^ K 
mp : 1 2 4-1 2 6 t 
I R (KB r , cm" 1 ) : 16 6 6 
MA S S : 3 0 8 (M+ 1 ) 
NMR (DMSO-d 6 , 5) : 1. 3 7 (3H, 
t, J = 6. 9) , 4. 12 (2H, q, J = 
6.9), 7. 1 2-7. 2 0 (2H, m) , 
7. 36-7. 57 (5 H, m), 7.67(1 

H, s) , 7. 7 7 (1H, d, J =8. 
2) , 8. 0 5 (1 H, d d, J = 1 . 8, 

I. 8), 8. 18(1 H, s), 10.40 
(1H, s) . 

[0196] %mm 5 4 

N- [3- ( 1 -^/Wf S 7i 

^f; [3, 2-d] try s s^- 6 

K 

mp : 2 2 7-2 2 9 <C 
I R (KB r , cm" 1 ) : 1 6 6 4 
MAS S : 3 6 8 (M+ 1 ) 

NMR (DMSO-d 6 , 8) : 3. 73 (3H, 
s) , 4. 3 5 (2H, s) , 7. 0 7 (1 H, 
d, J =0. 8) , 7. 2 7 (1H, d, J 
= 7. 9), 7. 47 (1H, dd, J = 7. 8, 

72-7. 86 (3H, m), 
d d, J = 1. 7, 1. 
d, J = 6. 8) , 
J =6. 8, 0.7) 
9. 2 1 (1 H, s) , 



7) , 
8.2 8 
,9.03 
10. 5 



7. 8) , 7. 

7. 9 3 (1 H, 

8. 0 6 (1 H, 
(1H, dd, 
(1H, s) , 

5 (1H, s) . 

[0197] mmm s 5 

N- [3- M5^/-^-i^ f/w) :7^/u] v 

f; T3, 2-dJ try SS^-e-^aK^iTS K 
mp:>300t 

I R (KB r, cm" 1 ) : 1 6 7 6 
MAS S : 3 5 4 (M+ 1 ) 
NMR (DMSO-d 6 , 5) :4. 36 (2H, 
s), 7. 14(1 H, br s), 7.40 

(1H, d, J=9. 0) , 7.54 (1H, d 
d, J = 8. 0, 8.0), 7.6 8-7.8 0 

(3H, m) , 8. 0 6 -8. 1 0 (2H, m) , 

8. 2 0 (1 H, br s) , 8. 2 9 (1 H, 
d d, J = 6. 7, 0.9), 9.0 4(1 

H, s) , 9. 2 1 (1H, s) , 1 0. 6 8 (1 
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H, s) . 

[0198] mnms 6 

N- [3- (4 S yy-/l»- 1 7^~)V\ -4 

mp: 1 9 6-1 9 7 
I R (KB r, cnT 1 ) : 1 6 6 4 
MASS : 3 4 0 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 7. 14 ( 1 H, 
s) , 7. 3 3-7. 5 8 (5H, m) , 7. 
68 (1H, d d, J = l. 2, 1.2), 

7. 76-7. 89 (5H, m) , 8. 07-8. 
1 2 (3H, m) , 8. 1 9 ( 1 H, s) , 1 
0. 5 0 (1H, b r s) . 

[0199] 5 7 

l-7/Vtl^^^(16 8mg) trnt**-? 
V/U (0. 17ml)©^PP^y (3ml)tB 
iSi&lCN, N-^^f/^/l/AT^ K (0. 0 1ml) 
2NPMffi^i-^o #&Jxfc»«(0««Sra* 

I, liSft«J«r#^ 0 3- (1, 2, 4-MJTy- 

— (/U) T~V> (1 2 8mg) b¥})i?> 
(0. 20ml) O^DP^y (2ml) *®?SiK 

mi) mststu lmrmw-rzo m&m*v*u 

fc,t!>»SSb ($/9*y/i/2 5gttffl, 2%^^y-/v 

^na^VTW , N- [3- (1, 2, 4- 
MJTy-^-l — ^^^-/H ^/l^l^*/!^ 

K (0. 17 5 g) £#S 0 
APC I -ma s s ; m/ z 3 5 3 (M+H*) 
NMR (DMSO-d 6 , 6) : 6 ; 4. 2 3(2 
H, s) , 7. 3-7. 6 (6H, m) , 7. 7- 

8. 0 (2H, m) , 7. 98 ( 1 H, d, J = 
6. 7Hz) , 8. 13 (1H, d, J = 7. 3H 
z) , 8. 2 6 (1H, s) , 8. 4 4 (1H, 

s) , 9. 2 8 (1 H, s) , 1 0. 6 1 (1 H, 
s) 

[0 2 0 0] 8 

l-7^t^*;v#yR (I4 7mg) £tfi{M-*i>\ 

(0. 1 5ml) O^PD^^y (3ml) 

«?£};:N, N' ^^/v*/WxT^ K (0. 01ml) 
U ft»fift4bS:»5o 1-^^-5- (3-T^ / 

^-/U) -1, 3, 4-h!)7/-/V (122mg) 
tlfy^V (0. 17ml) O^PO^y (2m 

i ) *<Dmmm\z±&^bhfz.WLmt%><Di?* u n ^ 

(2ml) *»Sr«TU ll*IB«»i-S 0 S£4fe 



lasiu »7Mdyf^7 

-;^pp^?VT»H) , N- [3- (1-^ 

/v-i, 3, 4- h y T/-/^-2— f M y=^~M 
y/V*uls]};V&*V* K (0. 1 5 1 g) £#5 0 
AP C I — m ass ; m/ z 3 6 7 (M+H + ) 
NMR (DMSO-d6) : 5 ; 3. 78 (3H, 
s) , 4. 22 (2H, s) , 7. 3-7. 7 (6H, 

m) , 7. 7 7 (1H, d, J =6. 8 HZ) , 
7. 89 (1H, d, J = 7. 7Hz), 8. 13 

(1H, d, J = 7. 7Hz) , 8. 22 (1H, 
s) , 8. 5 9 (1H, s) , 10. 55 (1H, 
s) 

[0201] mMm 5 9 

3- H^X>f 1 ->f;v) T~y^ (10 

Omg) irtry^y (0. 12ml) <b*?9xiu*9ls 

(2ml) TO«ii:7;vti/y^y^pyK 

(109mg) ©^nn^y (2ml) *»S:*T 
ytf^A- 2 5g, 2%^^/-;^^ppy^y 

x*mm , n- [3- (-<>x>f ^ 1 ->r 

7x.~)V\ y/V^Ul/jj/Utf^^ K (0. 13 2 

g) £#£o 

E S I -m ass; m/ z 4 0 2 (M+H*) 
NMR (DMSO-d 6 , 6) : 5 ; 4. 22 (2 
H, s) , 7. 3-7. 5 (5H, m) , 7. 6- 

7. 9 (6H, m) , 7. 9-8. 1 ( 2 H, m) , 

8. 14 (1H, d, J = 7. 7Hz) , 8. 21 
(1H, s) , 8. 6 1 (1H, s) , 1 0. 6 6 
(1H, s) 

[0202] mit&w 6 0 

l-y/ua-u^jj/istf^m (o. 0 6 8 g) w^pp 

(2ml) JB«fc*ft**-J- P /I/ (84/il) t 

SliON, N' -^f;v^A7^K (2?B£Jifi#: 
£»T-Cin*.4. l^nilTtffifft, R*»£*«r 
«ET-e»«E*9* SilESr^nn^^v (2m 

i) fciRiRU i-7;ytuy^#y^pyKr# 

5 0 3- (1 — <V> f /W 5 -4 /is) T— 

!)y (80mg) O^DP^^y (2ml) ffiSKfctr 
VV> (0. 13ml) t«jttft*»«Sr0t:-X?JP* 

tf«U IfcBfcfr (10%) k-ktefr-em 

i££*T, ->y*y/U (5 0ml) SrJB^fc^n^b^ 
y^-lciflftJgU 0%-3%;*^/-^i:i^n 

p^yt«u % n- (i-^y^/W ^¥V->v 
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(1 6 Omg) 

APC I -ma s s ; 4 4 2 (m/z, [M+H] + ) 
NMR (DMSO-d 6 , 6) : 6 ; 4. 1 9 (2 
H, s) , 5. 3 8 (2H, s) , 6. 9 0-8. 

2 0(1 8H, m) , 1 0. 4 0 (1 H, s) 
[0 2 0 3] HJS^6 1 

%;w^/-;v-l (0. 1 3 g) Ov^n 

(20ml) ^M{C3- (-f ^ *V-/V- 1 - 
^>) T~})> (9 8mg) i 1 -^/W- 3 - (3- 

(0. 18g) «r£fi-CJD*_5o 18ffltlTtft# 

T, i/V%7/v (5 0ml) SrJBv>fc^n^ 4 
^gWU N- (3— 4 % ft*/ -*>-!-<( As? 

)V) x/w^s-zv- 1 -jM-oKae-fs K (o. 118 

g) £#5o 

LD-mass;353. 2 (m/z, [M+H] + ) 
NMR (DMSO-d 6 , 6) ; 7. 10-7. 48 

(5H, m) , 7. 5 5 ( 1 H, t, J =8. 0 
Hz) , 7. 6 3-7. 7 9 (2H, m) , 7. 79 
-7. 94 (1H, m) , 8. 0 5-8. 2 4 (4 
H, m) , 8. 40 (1H, d, J = 7. 4H 
z) , 1 0. 5 9 (1H, s) , 1 1. 54 (1H, 
s) 

[0 2 0 4] %Wfa 6 2 

3 -^)V- 2 fvW V 7 

(0. 15g) ©^nn^y (5ml) fBWOC 3 - 
W^^/-^-l-^/U) T^y ^ (0. 12g) t 

^ K • ittBt% (0 . 2 8 g) Sr^m"eJJ0x:5o 1 

4 ^?V-;V- l -^fyi/7x^) -3-^^-2- 
^WyK-^-7-*^#*tSK (0. 127 
g) £#S 0 

APCl-ma s s ; 345 (m/ z , [M+ 
H] + ) 

NMR (DMSO-d 6 , 6) ; 1. 15 (3H, 
t J = 7. 4Hz) , 2. 3 7 (3H, s) , 
2. 68 (2H, q, J=7. 4Hz) , 7. 00 
-7. 20 (2H, m) , 7. 36 (1H, d, 
J = 9. 2Hz) , 7. 52 (1H, t , J 
= 8. 1 Hz) , 7. 6 0-7. 9 2 (4H, 
m), 8. 10-8. 30 (2 H, m), 10. 
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41 (1H, s), 1 0. 8 0 (1 H, s) 

[0205] %nms 3 

2, 3-^^W^K-/^-7-*/V5Ry» (0. 1 
2g) O^PP^y (5ml) f§mc 3 - (-f 

✓-/v-i-^yw) r-y > (o. iog) ti-xf 

K*ttlfctt (0. 2 4g) ZmmrCMtLZ. 18^11 

-2, 3 - ^^ W y K-/u- 7 - 5 K 

(0. 1 1 8 g) £r#5 0 APCl-mass;331 

(m/z, [M+H] + ) 
NMR (DMSO-d 6 , 6) ;2. 19 (3H, 
s) , 2.3 7 (3H, s) , 7.0 1-7.2 
1 (2H, m), 7. 30-7. 91(6 H, 
m) , 8. 05-8. 23 (2 H, m), 10. 
4 1 (1H, s) , 10. 80 (1H, s) 

[0206] 4 

(14 1mg) U-t Fn^y/HiT^-^ 
(1 1 4mg) <D*?9uxx*9z/ (5ml) 

*^5K-«WI(20 1mg) SITU 3#fWS 
»f5o »a*fc3- (>f S^V-A'-l—f/l') 7- 

y^ (i i img) t4-s^3vvTS/ try^v (9 

4mg) SriPx., 5BW**W-5« 

U h^?:7>r-te±0ttl!L (^y#y 

/i- 2 5g, 2%^^y-;W^nn^^ytS 

m) , n— [3- (>r %tr*/-A'-i-<iA') 

*f-5 K (1 1 5mg, 4 7. 9%) £#5o 
APC 1 -ma s s ; m/z 3 4 3 (M+H+) 
NMR (DMSO-d 6 , 6) : 6 ; 2. 4-2. 6 

(2H, m) , 2. 7. 3 0 (4H, m) , 
7. 08 (1H, d, J = 7. 7Hz) , 7. 1 
4 (1H, s) , 7. 3-7. 7 (4H, m) , 

7. 73 (1H, d, J = 7. 7Hz), 7. 8 
-7. 9 (1H, m) , 8. 1-8. 2 (2H, 
m), 10. 4 3(1 H, s), 11.02(1 
H, s) 

[0 2 0 7] SIJ6096 5 

9-yf/U#/U/< , Z-^- l-tf/UtfVlfc (0. 10 3 
g ) O^np^y (2ml) imi^ft***!)*' 
(0. 12ml) tN, N-^fM/WU* (2 



(5ml) fcSRjRU 9-*f7^#/W*y-/l/-l-;& 
1-4 /Is) 7=yy (7 3mg) (Di/fwjfy (2 

mi) ^ttfctry^v (o. i8mi) tmmmmei 

^nn^^ytftU tiffiM V (10%) 
£@£U ^*g£#T. ^yjy* (5 0ml) 

)V- 1-^/1/71 ~/U) - 9 - * *f-?V% ;W< y -}V- l 
-^/P^i^^K (8 4mg) £#5 0 
LD-ma s s ; 3 6 7. 2 (m/ z , [M+ 
H] + ) 

NMR (DMSO— d 6 , 6) ;3. 8 5 (3H, 
s) , 7.14 (1H, s) , 7. 2 0-7. 4 
8 (3H, m) , 7. 4 8-7. 7 4 (5H, 
m), 7. 74-7. 8 8 (1H, m), 8. 0 
5-8. 14 (1H, m), 8. 14-8. 30 

(2H, m) , 8. 3 5 (1H, d, J = 1 
H) , 1 0. 9 6 (1 H, s) 

[0 2 0 8] ^M6 6 

3- (3-^;^^rV7x^) i/?X2^3ct> (19 
9mg) bmt**y-})/l' (0. 2ml) (Dv^nn;* 
(2ml) f^SiSlCN, N-^fMMT; 
K (0. 0 1ml) ZMz-. 2Sf»t5o '&btltz 

®m<D®mz%£u toamubttz. 3- 

/-^-l-^) 7^!)^ (15 7mg) bVVi?> 
(0. 2 4ml) ^nn^y (2ml) 4>SflUK 
\C±Kttbh1tmm:to<D*S****9>' (2ml) 

1-5. 4>»Ufc*aWSr«W^h5 *A"C«JtU «tt 

Ml 25g, 2%;**/-/Vtf>v^n 

n^^V-C^ffl) % N— [3- 
-fAO 'O'^/l/l -3- 

r^yy (o. 15 6 g ) £#£ 0 

APC 1 -ma s s ; m/z 3 4 4 (M+H*) 
NMR (DMSO-d 6 , 6) : 6 1. 7-2. 0 
(2H, m) , 2. 0-2. 4 (4H, m) , 
2. 8-3. 0 (1H, m) , 5. 6-6. 0 (2 
H, m) , 7. 1 3 (1H, s) , 7.3- 
7. 6 (4H, m) , 7. 6 7 (1 H, s) , 
7. 7-7. 9 (3H, s) , 8. 0 4 ( 1 H, 
s) , 8. 1 9 (1 H, s) , 10.40(1 
H, s) 

[0209] mmm 6 7 

2, 4-^ (5 5 2m 

g) fclfcflS*#*5^ (0. 5ml) (O^OP^^y 



(10ml) *SHB»fcN, N-^f>U^A7 5K 
(0. 0 1ml) *t»jL, 3 05>B»»+5 o #foftfc 
»»^*«E«:B*L, a^^t:*4r#5o 3- 
y-fr-l-JM T-Vls (3 8 7mg) b\?1)i?y 
(0. 59ml) O^ooWV (7. 5ml) fffi 
^fc±|B^6*tfc»ieft«^>^oo^^V (10 
ml) ttKfcffTU lNPRia^So &&ft*i??ci 

ia9»»U (^!)#^ 25g, 2% y*y- 
M)^np^?^8B) , N- (2, 4—3** 

v-5-~ ha^y/^) -3- (^^V-A'-i 

-^/V) 7^yy (0. 7 4 2 g) 
APC 1 -ma s s ; m/z 3 6 9 (M+H + ) 
NMR (DMSO-d 6 , 5) : 6 ; 4. 0 8 (3 
H, s), 4. 10(3 H, s), 6.98 

(1H, s) , 7.13 (1H, s) , 7.3 
8 (1 H, d, J =9. 0Hz) , 7.5 0(1 
H, t, J =8. 0Hz) , 7. 7-7. 8 (2 
H, m), 7. 97(1 H, s) , 8. 2 0(1 
H, s), 8. 3 6(1 H, s), 10.25 

(1H, s) 

[0210] mifoW 6 8 

2-^h*i/-5-7*=/V$IfB (0. 286 g) 

o^on^y (smi) (ommizmk**-? V ^ 

(1. 5ml) fcN, N-^f^*M75 K (2 

(5ml) KKlRU 2-^F^y-5-7x^y 
^;^pyK«m 3- ^5^-1 
->f/V) T^y>- (0. 2g) <£>^un^*:/ (5m 
1) SfKlCtfy (0. 5 2ml) fc&£<fc«Wg?K£ 
Ot^Jn*.*. IfflOttSm EJS83*«rS?* 
nu^^-C^u ^»*3^AtK«* (10%) t 

#U N— (3 1 — i)vy^^jv) - 

h^v'-5-7x^.;^yX7^ K (0. 335 

g) £#5o 

LD-ma s s ; 3 7 0. 2 (m/z, [M+ 
H] + ) 

NMR (DMSO-d 6 , d) ;3. 96 (3H, 
s), 7. 13(1 H, s), 7.22-7.6 
0 (6H, m), 7. 60-8. 10 (7H, 
m), 8. 19(1 H, s), 10.04(1 
H, s) 

[0211] %mm 6 9 

2-^^/U- 1 - (3-^Fp7x^V) 4^yy-^ 
(8 Omg) (Py^y-A' (10ml) ■PSSiBft: 1 0 
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%/<9^*A-Sttflt* (10%. lOmg) SrflPx., 
1. 5^W7K^^TT^-r5o ^^fcSriiiiU ^ 

*V (10ml) X*mMU N— (3-v^^vK/^y 
^nb°/w) — N' -^.^/v^;/^^^ K • &5£*& (1 
50mg) t7/Pt^- 1 -^/l^^ (8 3mg) 

^n-r h^yy-i-lc^V^m^. ^DD7>fM^ 
/-/U (0-2%, v/v) TigffiU N— [3- 

*U^-l-jJ/U7$**)-* K (3 0mg) 
mp : 223-227t 

I R (KB r , cm" 1 ) : 1674, 1603 
MASS : 3 6 6 (M+l) 

NMR (DMSO-d 6 , 5) : 2. 3 3 (3H, 
s), 4. 2 1 (2H, s), 6.93(1 
H, d, J = lHz) , 7. 20 (1H, d, 
J=9Hz) , 7. 31 (1H, d, J = 1H 
z) , 7. 35-7. 70 (5 H, m), 7.7 
5 (1H, d, J = 7 H z) , 7.8 6 (1H, 
d, J = 8Hz) , 7. 90-8. 0 5 (2H, 
m) , 8.13 (1H, d, J=8Hz) , 
1 0. 5 7 (1 H, s ) 
[0212] mtfc&i 7 0 

N- [3- (^h^ri/^/U/K^) -5- {4%?*/- 

;K (1. 44g) <D^$J-)V (50ml) Sjfcfc 1 
N*»fk-?-h9 !^A*J8f« (5. 1ml) S^Px., 1^ 
IB6 0tt9»t5. »3Wfc, 1NM (5. 1ml) 

y-^i*-eWJfci!fc#L, 3- (7/v^u^-l-^/v 
^^f-^K) -5- (>f S*V-/P-1-^) gcS# 
• (1. 3 0 g) £#£ 0 
mp : >300t) 

I R (KB r , cm" 1 ) : 1707, 1664, 
16 0 8 

MASS : 3 9 4 (M- 1") 

NMR (DMSO-d 6 , 5) :4. 2 4 ( 2 H, 

s) , 7. 1 6 (1 H, s) , 7.3 0-7.4 
5 (2H, m) , 7. 5 0-7. 7 0 (2H, 
m), 7. 7 0-7. 90 (3H, m), 7. 9 
9 (1H, d, J = 6Hz) , 8. 15 ( 1 H, 
d, J = 7Hz) , 8. 2 5-8. 3 5 (2H, 
m), 8. 4 5(1 H, d, J = 2Hz), 1 
0. 7 2 (1H, s) , 13.0-14.0(1 
H, br. s) 

[0213] %w& 7 1 

3- {y;v*u^- 1 -^A-tf^rl^ K) -5- (4 S 



-A?- 1-4 M £S#* (lOOmg) <D*J9u 
n*$v (10ml) £N, N-v^^/WvKAT^ K 
(1ml) fOSSffifCN- (3-i^fvWT^/^n 
fc!» — N* A>i£*M ^ K • (9 7m 

g) fc*/V*yv (44m 1) £iP;t5o 6ttlMT 

-f-fciOKfUU >on*^-^/-^ (0-2 
%, v/v) -cswu N- [3- (^/V^y/^/^ 

~/v) - 5 - (>r ^PV-fr- 1 -4fr) yz±~)V\ y 

/Vt^-l-^^tU* (I0 3mg) £#S 0 
mp : 148-156D 

I R (KB r , cm"" 1 ) : 1676, 1604 
MA S S : 4 6 5 (M+ 1 ) 

NMR (DMSO— d 6 , 6) :3. 30-3. 80 
(8H, m) , 4. 2 3 (2H, s) , 7.1 
6 (1H, s), 7. 30-7. 50 (3H, 
m) , 7. 5 5-7. 6 5 (2 H, m) , 7. 7 
0-7. 90 (3H, m) , 7. 99 ( 1 H, 
d, J = 7Hz) , 8. 10-8. 20 (2H, 
m) , 8. 26 (1 H, s) , 10.66(1 
H, s) 

[0214] ^mm 7 2 

n- [3- (7^i)y*/v#^) -5- M^yy- 

;v-i — f/u) 7x^] y;v*v>-i-%/i'tf*y- 
$ K 

mp : 263-266t 

I R (KB r, cm" 1 ) : 1657,1603 
MA S S : 4 7 1 (M+ 1 ) 
NMR (DMSO-d 6 , 5) :4. 25 (2H, 
s) , 7. 1 0-7. 2 5 (2H, m) , 7. 
3 0-7.. 4 5 (4H, m) , 7. 50-7. 65 

(2H, m) , 7. 7 0-7. 9 0 (4 H, 
m), 7. 90-8. 05 (2 H, m), 8. 1 
5 (1H, d, J=7Hz) , 8. 3 0-8. 3 
5 (3H, m), 10. 20-11. 00 (2H, 
b r . m) 

[0215] ^ ffiftl 7 3 

N- [3- (i> J ^)VT S / JjjVtf^jV) -5- (4 ^ 

9*J—fr-\—4M 7x^] y>virvi/- l -jj;v 

mp : 1 3 0-1 40 

I R (KB r , cm" 1 ) : 1 6 7 3, 1 6 1 6, . 
16 0 4 

MAS S : 4 2 3 (M+l) 

NMR (DMSO-d 6 , 6) : 3. 00 (3H, 
s) , 3. 0 3 (3H, s) , 4. 2 3 (2H, 
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s), 7. 15(1 H, s) , 7.30-7. 
50 (3H, m) , 7. 5 0-7. 7 0 (2H, 

m), 7. 70-7. 9 0 (3H, m), 7. 
99 (1H, d, J=6Hz), 8. 10-8. 
2 0 (2H, m) , 8. 2 5 (1H, s) , 1 

0. 6 5 (1 H, s) 

[0216] mmm 1 4 

1, 2-\?X (tert-^h^;l/fc;V) -3- 
(2, 2-v\* Y^i/^flsT^J) -3 - [3- (37 

(0. 18g) (10ml) 

(10ml) ^iD^5o jS^fe^: 1 B#P^*ET-Ca!# 

fftSlU ^np^A-^^;-;V (0-10%, v 
/v) £i£ffiU N— [3- (2-7^/^yV-^ 
-1-^T/U) y^^/u] y/V^-U^- 1 -#yl^3r1^ 
K (3 Omg) £#5 0 
mp: 195-198 °C 

1 R (KB r , cm" 1 ) : 1 6 5 3, 1 6 08 
MAS S : 3 6 7 (M+ 1 ) 

NMR (DMSO-d 6 , 6) : 4. 20 (2H, 
s) , 5.4 0 (2H, b r . s) , 6.5 7 
(1H, d, J = 2Hz) , 6. 84 (1H, 
d, J-2Hz) , 7. 1 9 (1H, d, J = 
7Hz) , 7. 35-7. 65 ( (5H, m), 
7. 70-7. 80 (2H, m) , 7. 90-8. 

00 (2H, m) , 8. 13 (1H, d, J = 
7Hz) , 10. 51 (1H, s) 

[0 2 17] %M&\7 5 

N— (3-4 1 —f/lO 7x^- 3 

h^>-2-~ hn/W <>XT^ K (1. 3 6 g) , 
tt (1. 0 g) tmkT>*~$J* (0. 1 g) <7)^^ 
;->V (10ml) bfc (5ml) <0ffi£*Sr 1 B*Bn» 

£o ^ifokt^^nn^^vSr-t^ttS 0m l-foJO 
j>StU ff^nn^y (t>5 20 f 

2 5ml) -eawrs. "*«Jl«:^to*, 

x^;-;veSfeiU 2-T^y-N- (3->r §^ 

-s-a>- i 7i^-3-n^yX7; 

K (0. 6 5g) £6fe*SSi:LT#S 0 
mp: 161-162 t 

1 R (KBr, cm' 1 ) : 34 8 1, 3334, 
16 4 9 

MASS : 3 0 9 (M+ 1) 

NMR (DMSO-d 6 , 8) : 3. 83 (3H, 
s), 6. 09 (2H, br s), 6.62 



(1 H, d d, J =8. 0, 8.0), 6.9 
8(1 H, d, J = 7.0), 7.12(1 
H, d, J = 1. 3) , 7.3 0-7. 3 7 (2 

H, m), 7. 48(1 H, dd, J = 8. 
0, 8.0), 7. 6 6 (1H, d d, J = 

I. 3, 1.3), 7. 7 1 (1H, d, J = 
8.7), 8.0 1 (1H, d d, J =2. 0, 

2.0), 8.17 (1H, s) , 10.17 
(1H, brs). 
[0218] Wim 7 6 

2- r^y-N- (3-4 ^yv-jv- 1 -> f/u) y ^ 

mp : 1 8 6-1 8 7 X: 
I R (KB r , cm" 1 ) : 1 6 6 0 
MAS S : 3 0 9 (M+ 1) 

NMR (DMSO-d 6 , 6) : 3. 74 (3H, 
s) , 5.9 2 (2H, b r s) , 6.7 4 

(1H, d, J = 8. 9) , 6. 94 (1H, 
d d, J =8. 9, 2.8), 7. 1 2 (1 H, 
d, J = 1 . 0) , 7. 2 1 (1 H, d, J 
= 2.9), 7. 3 5 (1H, d, J =9) , 
7. 4 8 (1 H, d d, J = 8. 0, 8. 
0) , 7. 6 5-7. 7 1 (2H, m) , 7.9 
7 (1H, d d, J = 2. 0, 2. 0) , 8. 
1 8 (1H, s) , 1 0. 1 9 (1H, s) . 

[0219] 7 7 

N- (2, 4-i?t h*5/-5-= hwO'^SjA') - 

3- M^^S-ZU- 1 (3 6 8m 
g) (OtfS-As (5ml) ^7h7t Kn77> (5 
ml) *P<Df&Mt&&l 0%'<y*JV Jx-fim (w/w, 

5 0 %Io fc, 1 0 0 m g ) 4 NrM*^l#HaT"C*lg 

(2, 4-v>y h^rv^-5-T^ /^^AOV) -3- 
(>r^^y-yW-l-^/W) T~y>- (3 2 7mg) £ 

APC 1 -ma s s ; m/z 3 3 9 (M+H + ) 
NMR (DMSO-d 6 , 8) : 6 : 3. 8 9 (3 
H, s), 3. 97(3 H, s), 4.56 
(2H, s) , 6. 7 2 (1 H, s) , 7. 1 2 
(1H, s) , 7. 2 3 (1H, s) , 7. 
3-7. 4(1 H, m), 7. 47(1 H, t, 

J =8. 0Hz) , 7. 7 0 (1H, s) , 
7. 7 6 (1 H, d, J = 8. 8Hz) , 7.9 

6 (1H, s) , 8.2 1 (1H, s) , 1 
0. 1 6 (1 H, s) 

[0220] mmm 7 s 

n— (2, 4-^h^>-5-7^y-<yy^/i/) - 

3- (4^?V-)V- l 7^yy (13 5m 
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g) t^y^y (o. lmi) <z)r h7t Kn77y 

(5ml) *®j8«£tC 4 - K y y/U*n^^A^<^> 

K (9 8mg) SrJPx., 1 2P*Bfl«# 

■ra. ^LfcajK«r*ttu * 

Tft#U N— [2, 4-iO< 

s<i/V4?v\ -3- M ^yv-jv-x-j >V) T~V 

1/ (1 7 3mg) £#5 0 

APC 1 -ma s s ; m/z 5 4 7 (M+H + ) 
NMR (DMSO-d 6 , 6) : 6 ; 3. 4 7 (3 
H, s) , 3. 9 9 (3H, s) , 6.6 6 

(1H, s) , 7. 13 (1H, s) , 7.3 
6 (1H, d, J = 8. 0Hz) , 7. 48 (1 
H, t, J = 8. 0Hz) , 7. 7-8. 0 (8 
H, m) , 8. 2 2 (1 H, s) , 9 . 8 4 

(1H, s) , 10.09 (1H, s) 

[0 2 2 1] 7 9 

N— (3->f %9^/-)V-\ -yf/uy^^/U) -2-* 
b^-5-7x^yX7U* (3 8mg) <Dmt 

/^isy (imi) <DmmmzE.$kik*vm<omt* 

^Vl/ (1M, 1ml) »#&-6 0t^JD;i5 o K 
U IfAoi-y/i/tflWU N- (3— 

1 -^r^^ain/v) -2-t kp^>-5- 

7x^yX7^ K (5 1. 6mg) £#5 0 
LD-ma s s ; 3 5 6. 3 (m/ z , [M+ 
H] *) 

NMR (DMSO-d 6 , 6) ; 7. 13 ( 1 H, 
d, J=8. 5Hz) , 7. 2 5-7. 9 0 (9 

H, m) , 7. 9 6 (1H, t, J = l. 7H 
z) , 8.15-8.4 0 (3H, m) , 9.7 
1 (1H, s) , 10. 77 (1H, s) , 1 

I . 7 1 ( 1 H, brs) 
[0 2 2 2] mtfe&l 8 0 



N- [3- (v^n^3M?:x-3— < fjv) ^VW/V] 
-3- WS^-A-l-^ f/U) 7^yy (7 4m 
g ) <o*?/-/l> (2ml) ffiii^7^^-S 
^ (10% w/w, 50% wet, 37mg) 

"e**#H*+6l»IB**«!l0i-S. ttK&ttteU it 
«0*li«ra*U N- ( 3 - v^ n-^vvw^yy 
/w) -3- 1 -^f/u) T^-y > (5 8 

mg) fc»5. 

APCl-mass ;m/z 34 6 (M+H + ) 
NMR (DMSO-d 6 , 5) ; 1. 2-1. 6 (5 
H, m) , 1. 7-1. 9 (5 H, m) , 2. 
6 - 2 . 8 ( 1 H, m) , 7. 13 (1H, s) , 
7. 3-7. 6 (4H, m) , 7.6 7 (1H, 
s) , 7. 7-7. 9 (3H, m) , 8.0 4 
(1H, s) , 8. 18 (1H, s) , 10.3 
9 (1H, s) 

[0223] ^mm 8 1 

N- (3 < XW-tV- 1 — <f/l>7x:=-/U) 

1 K (4 7. 4mg) (Z)rh7t 

Ko77y (5ml) (1ml) ^Ol^ 

*§J£lC v iftttO^*^^ (4N, 0. lm) 

-x/i^*&#U N— (3-^ 1 ->T/l/7 

zn~/v) ^/W^y-/i/- l K • 

(4 7. 7mg) £#5 e 

LD-ma s s ; 3 5 3. 2 (m/z , [M (f're 
e f o rm) + H] + ) 

NMR (DMSO-d 6 , 6) ; 7. 11-7. 80 

(6H, m) 7. 83-8. 08 (2 H, 
m), 8. 08-8. 31 (3 H, m), 8. 3 
1-8. 50(2 H, m), 9. 61(1 H, 
s) , 10. 8 0 (1H, s) , 11.53(1 
H, s) 



(51) Int. CI. 6 BWJIB* F I 

C 0 7 D 249/08 5 1 1 C 0 7 D 249/08 5 1 1 

263/32 263/32 

277/28 " 277/28 

401/12 , 401/12 

403/12 403/12 

405/12 405/12 

409/12 409/12 

413/12 413/12 

417/12 417/12 

487/04 1 3 7 487/04 1 3 7 

498/04 521/00 
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521/00 498/04 1 1 2 Q 

2 - 2 - 1 -1420 SC»rflfe]SCK^±#5fflBr86 
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